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HO (XVII) *l7t5iJt£Si££-tf£o ^©T^+MfccJ;^ 
lwfZSl£3;KSf2-r6N-R 6 T'li*E<. N-CH 2 -R s 

T; h »J h U T-tr h4^>7jc^Hfc*»t>??f-J- h U ^Ai| 

it&ifo (XI) j^r**;^^ KXIiT;[/*;l/x;i/**- h© 
: (fiU XtemmW.JrT'&Zo ) :SE5*©ffc^ (I f) 
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{t&m (if) tpoYfimmm^xteffiMw^cDm&it, ± 

R X 
R 1 — ^ — £CH 2 >* — N^^Y-^-A' NH 

d 3 — y 



R 2 



R 



( I e) 



A r 3 B i (XIX) 



^ ( CHi>t — N 
R 2 R 3 




(5**. R. R 1 . R 2 . R 3 . p. X. Ys ASU S^A' ^(i 

A r liHffSS L/cT U -Jltm&M^-fZo ) 

#32ig&(i. *5SWft#« ( I ) *AJ!©T $ yfr2WLT.&Z<t 
&® (I e) £N-T 'J ->Mi;&j££-£T, T>j-;Ht&©3if&T 

^ y-z&zit&to ( i i ) *»*«iSfe*e*So 

(I e) t*<OSl6^lS*©h UTU-^h"^ 
(XIX) ^^^nny^^ ^^DDi^Vs ?nu* 
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- b — r 7 Tm$nzm^&z&¥&w<t&®£t)mmztiz>o -o 

OWLmr-te^ R 4 #i£-B-R 7 T~7f;&tlZmx*&2>%:mW<t£® 

T-ii. r 4 T^sc-B-R 7 x^n^mxh^mnit^m^mm 



(5t*K R, R 1 > R 2 n R 3 > R 5 , R 6 „ p. X. Y, 




( I j) 



R 6 -Q 



(XX) 




( I k) 
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*mtmt. *mA<b&vo* Amor i >*<2&xii3»r« > 

"C**fk^tt (I i) ZN-TJUrJMtKmzXt) 4 «T 

uvc&m (i j) hp-Sk *»wffc#«*Aai«r*5i,^'r. zxi*z' 
+ .r 5 

£bT5£>N< • Q" XI*5t£N + -R 6 • Q" 
R 6 

<»*#*«ig8rcfc*o --"e> <b<£®i (i j) tt*> -&5£ (W 

a), (Va) SO* (Via) (te Uq = 0 ) T*Sn*Yfc*«*U> 
l\ ffc^«Bl ( I k) fct*. -Jftst (Wb) „ (Vb) SO' (VI b) 
tre^£ft3ft^£^7o fb^^J (I j) #2&T*>© 

it^m (I j) l^UCfcfLT, 4?/«£< tt> 2*;KOT;l/4 t 
Mb#J (XX) £Sl££i£T> 4»T>*-^A<b^tt (I k) £ 

(I j) fc^OSEEStlBJlOT^^MfcJW (X 
X) t^^yfWAT; H\ ^dd^ ^<>-tf> N 2-7* 
* y T-tr h >X(if- h7bKD^7 >^©*8H£«8IE*K 



3 1 



WO 95/06635 



PCT/JP94/01436 



^1 OSS 




NH 2 



( Im) 



( i ) v (ii) , (iii) ®^TftT'^T'§ 

(i) - b U^*-f $ h:$tfc^ r * -strife 

-h'J^ft (Ik) JwiftH^^ff ftTs * y - ^Hpi 9 J - ;U 
*$(DT 4 Or7iMO°C-CfTFm<*-t2\ >fif- MlU; 

. (ii) -h'J^ftT; Kfc$-frfcSU W$f-htU T 

-h'J^ft (I i) i:yf^7;>, F'jif;i/7;^ try 5^ 
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(in) - h U MZUmr 7; #17 * h\ 7)1-^- 

->7>Bl7W7> ; e-'7A > Me A 1 (CI) NH 2 , NaN 
H 2 > (CH 3 ) , NMgB r^<D&M&tfmZHZ>Z tizX^O^ 

T-trhV, fh7bFD77>, Iwi/x;/, *J t *f- UT I Y 
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% i i mm 




(I n) 



*mtmt^ *:3B?Jiffc£tt*f\ A WOT * >*<3&7 * 
ffc^tt (I j) ^Hfk-r^ctJU:^. N-^-*->K (In)^i 

#SJ£li. <t£® (I j) £:> *©#l£fi&S^I±a«*©Kffc 
f£T> *^{c«k01infiTa^*^i:(i«k0ttt>n*o 
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& t mm cd ^#tse $ * * c t (c «k o fi& * n « 0 

T*ii, r 7 *<-hD>»i-;u«-c***:»Bjfk#«^ mm wz. 

ii^tu m 3 ^MfiLittt, m 3 
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a. Karons 

#fi2 0 0 g^^> 3 5 0 gME© Wistar y h (B^S 

LC) <D*KflfcK> to«fc«ktfSTR*»ffiU 5«#*©1 0 0 
mM ttftthU^A, 1 OmM ttftv^* A$$tr 2 0 m 
M HEPES^77t- (pH7. 5> JEiTH E P E S '< y 7 r 

-tm) &najLx*wv* s £i?'r4 xistzo ztizff—exm& 
Ltzm, 50, oooxg, 4'cti ofrmmm>bfr&*m\ ft 

KHE P E S'<v 7 T-lzBMZit, WCh'5 0, OOOXg, 4 

°c-ei o frmmM'bfrm&ft ~>tz 0 co^mhepes^^t 
-ce®^-&T-8 o'c-e^t/co w&mmzmMLxm,®*:?} 

Doods £©;£& (J. Pharmacol. Exp. Ther. . 242 , 257 ~262. 
1987. ) £&&bT*fo/c 0 ±M8.Wmm*, [ 3 H] -fU>-tf 
h'> (Pirenzepine ) *? J:CJ E ««Yfc'fr«l* 0 . 5ml ©HE PES 
/^7 7-n2 5"C, 4 5W>ta<-M/:^ 5ml© 
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HEPES^7 7 7 -^MT*'7X7>f;^- (Wha tma n 
GF/B) -emmmL, 5 m 1 OHEPES^^7t-T3I5I 
7 4 )l*-*$c&htz 0 y j fr?-lZWmLtz [ 3 H] -t°U>-tr • 

1£ti. Cheng and Prusoff (Biochem. Pharmacol. . 22, 3099, 1973) 

o*jmr**tftfl:*tt©fM ( i c so) J:DHffib^m»k 

(K i ) X-nttbtzo 

R**tUT6«ii*, il'Jif>KtlT C 3 H] 
U >?^;U ^y^p-^ (quinuclidinyl benzilate) £fflWcffe 

Jg^fctbT^TflSUSgS*. IMUtfVKfcl/t [ 3 H] -N- 
^^3t?7; > (N-methylscopolamine ) ^-fflWcffeti. _kf£ 

asm : ^wit^®*, R&tQ<t&mz^x±is&Mkmm&m 

1 i:^to il^SfcW^«J:?^ *Z£W<t&%} (I) (i, M 3 
1 0 - 8 7!jM 1 0 - ,0 McdK i tt^fU M 2 HJtb 
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m 1 





K i (nM) 








Ma 
let I# 


Ma 


1 


8 8 


180 


8 5 


21 


65 


9. 9 


160 


7. 6 


21 


73 


4 8 


200 


6 4 


31 


76 


4. 4 


89 


2. 8 


32 


84 


1. 0 


350 


6.0 


58 


118 




26 


2. 0 


13 














150 


400 


95 


4.2 






230 


15 


15 






460 


180 


2.6 


<t£®D 


60 


170 


37 


4.6 


Atropine 


0. 62 


0. 98 


0. 39 


2.5 



<t&®A : GB.2249093Sm©fL^^I ( I ) 
<t£®B : WO 93/16048 lBifc©H2iS$| 1 <£><t&® 
it&tyC : WO 93/16048 fimommffl 1 6 (bitii® 
<t&%DD : #H8¥ 2 - 7 6 8 5 1 -9£ft<D&ttft| 1 
Atropine : Merck Index ( 1 1 Kg, 13 81) 
U vSgfttSffiWI* (in vivo) 
a. hft»R»(CSt-r*K* 

r-£<Z>:fri£ (Arch. Exp. Path Pharmak. 195 . 
71-74. 1940 ) Cl^oTfroito "~ h 1/ -»tttt*^* * h (40 
0 ~700g) (1.5g/kg i.p.) CkOJfiWU ^g(r^7 — 
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#-7 $ > (2mg/kg i.v. ) &&**Ltz 0 ^ifJRi&mUgo Basilett© 
Bronchospasra Transducer ^ffl^TIteU; 0 >^3iJ> (5 #g/ 
kg i.v. ) &&M*ZZttZjL^X&mt£faLj&qsL1§i&2®&mLtz 
Wz, &mt&®&?mifrmizmW:LtztrT-y"Jl£t)&5.L, 3 

&i$,mmtt'-?-V> ZOJim (J. Pharmacol. Methods. 21. 
231-241. 1989.) Clfi£oT*To fc G ^-hHIIS14€^>; h- 
(280 -600g) &VU?y (1.5g/kg i.p.) CcfcOJffgfcU fiLMm 

m& 4 0 0 # 1 ) T'ttA U EE h 5 --tr-T*&AB#CDI§ 

\z®wLtz*T-T)i&K)mmt&®*mm^zn^LxtimKM 
miz&vzmwtmi±±g-&Mmi>tz 0 &mt&®i$>5-m<Dmm%.M 
miz&tf&mMftK±mfttz#-f%mfflm*$iib, &^m®&ffi,?i 

ism : ttmw<t&®<zm&m 2 k^-To z<D&m, *mw<t&® 
it, mm&mm®f&mbLxmi^nxi^#mm*)tiizi y ynx 

£>30xybutynin (**^:7*^~ >) (Merck Index 1 IKS. 110 0 
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^4 7.*-%mkvv h (6iifiS) £t7l^> (0.8g/kg i.p.) 
C<kOlff^b/co C^MUli^) £&-^U 1 5 4Mft 

d0.8#mol/kgCD:**V M/^U >£tfc-^bfc 0 *tt»J*tt^r*i 

»-r*»stt*iHiiRu zomMi&Mfevtzo Mmm<Dfrmmmmiz 

(iT h'V^O 4 0 — 7 OfS. 2 — 4 fg<£^ 

d. 7 v hifcKKSt-T^tSifc 

*>TX*-3Mite7* h [ZW&ikit® (2ml/kg) 

fcTS-^U 2 0 #&©e?LcDM£0. 5mm M#--e;*.=>Tfl; (0 — 
6 .6) b/c 0 T ha t'WOmg/kg Lfcl^(D®?LcDi£g^ft±S 
m (6 ,6) tU cn*100XtbT*J6A:ffl*fiC5ffl»^e»ED BO «[ 

asm : RmtMt&mow&m 2 k^-To 
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Y^-Xt>®-fife (J. Pharmacol. Exp. Ther. . 242 , 
257-262, 1987.) I^otff^fco * 4 X^-^tltt^ v h (12— 
16iI8&) Y'<)\,\£2-)V*r h U >5A (50mg/kg i.p.) (CJ:0 

it^aU/co AI«T (lOcc/kg T®#50®) „ S1f^^37. 5 

a6 1 5#l§!!frgL;k^ 7f;n-^ (lOmg/kg ) «-S^t^ e M 

US* : *5BW<k^'» (I) ©»KK#r*flU8tt+a£te<> m 

8 4^©fb^li4.0 -4.9 mg/kgS#(w*>V>Tfe^{^-r^^ 
ffl(ijl£ntt7^o/.r 0 — 2r*NSlfls<&1tJ*C&*T hnf^liO.032 mg 
/kg . ^J-^^^f-— >lil.9 mg/kg ODR^Ifi^^tyco 
±i2AX^7 'J >M 3 Sfitf^fflKM (in vivo ) cd#§H^ *3S»Jifl: 

-a-tt ( i ) itmmiEMnM^izidLx, &mzu** u >m 3 
X'&^tzo v£-?T*m*m&® ( i ) iux* u >m 3 %®mzm 
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ps4> &z\,^t&m, mmmommm. mm, m&m, WAmm, 

VTM%:&;7££tlZj)\ i§#i?in&^©*§«£j£Al BSfc<9 o. o 
5-1 0 Omgimt)> cn^- HIT. &St>(i2-~ 

Alll^fctK 0. 0 0 1 mg7!»M 1 OmgO^fflTl B (' 1 HIT!; 

*&wizzmQ&*otztb<Dm#&m®tLx^ mm, i&m, 
mummwmi^tiZo z<b£otmm®.f&®uz&\,^xi*, ot-z> 

^ a cd j; -5 # mmm ^mmm r^- ;u ^ a © j; •? ^hm^ 
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U>ru=3-;u, *U -:/»©«* SttttttMu J -A><D J: -5 
$t>{CB5J»^ III, HfWfik #tWflk S^flsffl 7? 

5Bw^jfi-r*^«>©«a©^as 

is— ^ (i) d^snsffc^fcu -e©& N ^©tMb^ *©§& 
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mmmi 

^7x- )Vmk2 5. 0 g£.tfb 'Jif^7; > 1 3. 3gO^ 
yf;l/t>^A7 ; K2 0 0ml W^7x^;l U >$?t 

^K3 5. 8g0^ym^T; K5 0mlM^ITU 1 

h;U:c> 5 0 0 ml £tinx.. 2 0 0ml *TM«JEaUS 
h ;i/X > 2 0 0 m 1 ^jDX./c 0 

zomm&svzmummmvtzm, 7o°c£t*#£pu i-^> 
^^-4-t^»;^y-;u 25. 1 8*jta*. WKjnMftbfco 

W7^?07 h ?*5 7 -f — (^DDtWy ^ J -)V= 9 7/ 

8) t»fin:ii:J:^ 1 4 - tf^U N- 

©l. 5 0g^i^;-^^ffig B B B f5cti:J:^ 

;U- 4 - t'^'J i^U N-^VXhF'J/W/My-h l. 2 7 
M& 1 5 7 - 1 5 8 °C (E t OH) 

TtmfrVrm cc J 6h«,n, o 2 tvxy 

C (%) H (%) N (*0 
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mWim 77.97 7.05 6.99 
mm$. 78.02 7.07 6.96 

Si 3©fb<&«&£#fc 0 

2 



Bfc& 2 4 4 - 2 4 5'C (EtOH-Et, O) 
jcift##H£ (C 2 ,H 25 N 2 0 2 C 1 tbt) 

C (9t>) H (90 N (%) CI (*>) 
Sffc^ 67.64 6.76 7.51 9.51 

mwtw 67.59 6.79 7.54 9.54 
nmrnz 

MS. 2 3 4 - 2 3 6°C (EtOH-Etj O) 
jtmfrffi®. (C 2 ,H 3 ,N 2 0 2 C 1 • 0. 2 5H 2 Otbt) 
C (96) H (96) N (96*) CI («) 
S&M 65.78 8.28 7.31 9.25 

mmm 6 5. 8 1 8. is 7.28 9.13 
mmM4 
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l -^y f j)i- 3 - h'^'J i?Jl N-^>Xt Kg 
h ■ 0. 5 7 *?)im& 

I^Kt^i : 1 3 - tf^U S^y-^U 

lkj& 1 5 3 - 1 5 5 °C (EtOH-EttO) 
(CH30N2O4 tU) 
C (%) H (%) N (*>) 

mmm 73.34 6.59 6.11 
mmm 73.40 6.65 6.08 



1 -so*?*- 4 - fcWJ N-(l, i--^7i-;l/xf 

16.6 2 1 1 - 2 1 3°C (E t OH) 

7E5$t##f1fi (C 27 H 31 N 2 0 2 C 1 • 0. 1 H 2 OirLT) 

C (*0 H (%) N (%) CI (%) 



71.62 6.95 6.19 7.8 3 
71.44 6.98 6.09 8.08 



m& 1 6 0 - 1 6 2°C (EtOH-CH, CN) 
jtmfrVr®. (C 29 H 36 N 2 0 6 t bT) 

C (%) H (%) N (*>) 
68.48 7.13 5.51 
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nmm 68.44 7.14 5.53 

1 -s<>i?Jl- A - fcf^'J *J)l N- (a - >9 a^yji^y 

m& 1 6 1 - 1 6 2°C (E t OH) 
TtmftVrm (C 2e H,4N 2 0 8 ttT) 

C (%) H (%) N (%) 

mmm 7 6. 8 1 8.43 6.89 

H^fit 76.57 8.44 6.87 

mmm s 

1 1 5-1 1 6'C (MeOH-CH, CN) 
Ttm^mm. (C 36 H3 6 N2 0 6 - 0. 2 5 H 2 OtU) 
C (%) H (5X0 N (%) 
ai&ffi 72.40 6.16 4.69 

mmm 72.54 6.10 4.70 
mmm 9 

1 -^>^;!/-4-tXU^ N- (2, 2 -J?7x-^xf 

104-105 °C (EtOH-hexane) 
7C3ft##Hi£ (C 2 7H 3 oN 2 0 2 • 0. 5H 2 OtU) 
C («) H (96) N (%) 
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i»fi 76.57 7.38 6.61 
^titfit 76.59 7.47 6.67 

mmm i o 

h • 0. 5 77^W 

WMik&to : i 3 - tr^y 9 Jy*9j-n> 

154-156 °C (EtOH) 
5c*«"«flt (CnHa.N.O* -0. 4H 2 0ibT) 
C (%) H (5NO N (90 

St&ffi 72.60 6.89 5.84 
HKtt 72.64 6.84 5.83 

mmmi 1 

MPHk&Vo : l - ^ y V ft- 4 - y iP y t ? j -ji 

m & 82-83 °C (Et 2 0-hexane) 

jtmftvtm (c 2 7h 3 „n 2 o 2 tit) 

C (%) H (%) N (%) 
Sttf& 78.23 7.29 6.76 
78.34 7.38 6.76 

nmm 1 2 

1 -a:>>5;u- 3 - t'o y N-^>Xt KU ^#;U'<* 

- h 

JM£KI;-£^ : l-0-^l/-3-lfDiji?;-;t/ 
flfe.& 9 6 - 9 8 °C (E t 2 0- h e x a n e) 
7C*#*rtt (C 2S H 2e N 2 0 2 tit) . 
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C (96) H (96) N (96) 
S&M& 77.69 6.78 7.25 

mmm 77.69 6.75 7. is 
mmm 1 3 

1 -^>xt K'J ;u- 3 - (1 -^yv)i- 4 - e^y s>;io m 

Bl£ 186-188 °C (CH 2 C 1 2 - i -P r 2 0) 
7G*#*Htt (C 26 H 3 oN 3 OC 1 tit) 

C (96) H (96) N (96) CI (96) 

mmm 71.63 6.94 9.64 8.13 

H^fll 71.35 6.94 9.62 7.89 

mmm 1 4 

1 -^>>?;u- 4 - tr^'J N-^>Xt KU 
h2. 0 0 g©j;?DDi^2 Om 1 feW^ IfiTt 1 - ? n 
nifA ?ddW-M. OOml^iTU S^rlSttlMfi 

nicr-fe h >J ^fln&BffcS-yrfcSU T-fe h — h 'J ;u- j;xf 

xt Ku^*^<y- h • mmm i.42 g*nnfe^ B B t UT#y-c 0 

1 3 2 - 1 3 3°C (CH 3 CN-Et 2 0) 
jtmfttitm (C I8 H 2 3N 2 0 2 C 1 • 1 . 2H 2 0i:UT) 

C (96) H (96) N (96) CI (96) 
glUfi 61.93 6.95 7.60 9.62 
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m%iW 62.01 6.67 7.70 9.85 

mmm 1 5 

5 1 gcDT-tr h-h'j;l/30ml tii:t3, 4 - /^U 

ym^7i*f^D ^ k l . oog> S^zkm^^U^A 

1. 8 0 g£inj*fcfc, 4. 5B#fSfiDi&jt»fcLfco 

hr77-{- (^DD,tW^/^;-;l/= 98/2) 

S^ B t5Cti:J:*)> l-(3, 4-yfI/>W^7x^f 
;10 - 4 - tr^U N-'OXt KUM^V-hO. 38 

M&l 3 2 - 1 3 3°C (CH,CN-Et 2 0) 

TtmfrVrm (CjsHsoNaO* tbt). 

C (%) H (%) N (%) 
SISrfit 73.34 6.59 6.11 
Hlfctt 73.40 6.61 6.09 

jf>TF\ mmm i stmm-isT. 3, 4-yfi/>w->7x 

0U 6 7^ 5 2 <Dffc£tt£&fc 0 
UlSfcflJ 1 6 

1- ( 3 - y frjraOZtfr) N-«^>Xh 

K.& 115-11 7°C (CH 3 CN) 
jc^t/flfi (C 2! H 21 N 2 O s Filt) 
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C (*0 H (%) N (K) F (*0 
74.62 6.50 6.69 4.54 
74.66 6.64 6.77 4.45 

mmm 1 i 

1 1 8 - 1 1 9°C (CH 3 CN) 

Tumftfm (c 26 h 27 n 2 o 2 c i tit) 

C (%) H (%) N (%) CI (%) 
Siir^l 71.80 6.26 6.44 8.15 

mmm. 71.70 6.29 6.52 8.15 
mmm 1 s 

1- (Z- <?uw<y'J)\,) - 4-t 0 ^Ui?;U N-^>XtK 

1K& 2 0 3 - 2 0 4 °C (CH S CN) 
Tt^ffHfi (C 28 H 29 N 2 O e C 1 tLX) 

C (%) H (96) N (%) CI (%) 
gUffi 64.06 5.57 5.34 6. 7 5 

mmm 63. so 5.52 5.36 6.86 
mmm 1 9 

1- ( 4 - Jdd'O-?;!/) -4-h*^Ut?;U N-'OXfc K 

WMtG® : 4 - ? uu^y'JjVzTu l K 
M£ 1 3 9 - 1 4 0°C (CH,CN) 
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yimftffim (c 26 h 2 7n 2 o 2 c i tit) 

C (90 H (*>) N (9d) CI (96) 

mmm 71. so 6.26 6.44 8.15 
mmm 71.78 6.22 6.48 8.28 
mmm 2 0 

l-(3, 4 -^?un^>^;i/) - 4 - h'^'J S^U N-O 

1 4 4°C (CH 3 CN) 
tc*#*HS (C 26 H 26 N 2 0 2 C 1 2 tU) 

C (%) H (5X0 N (%) CI {%) 

mmm 66.53 5.58 5.97 15.11 
mmm 66.57 5.53 5.98 15.15 
mmm 2 1 

1 - ( 4 - h U 7 >\<-* n y ^l/^ y >J)l) - 4 - h'^ U *J)\, N 

WMit&ty : 4 — h 'J 7^to/fM>^;l7D * K 
m& 1 0 6 - 1 0 7°C (CH 3 CN) 
5cmftVr&. (C 27 H 27 N 2 0 2 F 9 tit) 

C (%) H (*>) N (%) F (9tO 

Slfcfit 69.22 5.81 5.98 12.16 
69.09 5.78 5.97 12.19 

mmm 2 2 

1- ( 3 - h 'J Dl-tu / -4-h*^y^;U N 

I^fb^i : 3 — h 'J 7;l/tnyf;^>^;^D * K 
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■fcjft 93°C (CH 3 CN- i -P r » 0) 
3C^«ftt (CaTHaTNtO.F, tU) 

C (%) H (%) N («) F (96) 

69.22 5.81 5.98 12.16 
l£$Mg 69.26 5.8 6 6.02 12.09 

mmm 2 3 

1- (2-^fM>W -4-e^>J^;U N-^/^bK 

lfcj& 1 3 3 - 1 3 4 *0 (CH,CN) 
7£*»«ffi (C.7H..N*0« tU) 

C (96) H (96) N (96) 

mmm 78.23 7. 2? 6.76 
mmm 78.33 7.33 6.74 
§g;»j 2 4 

1- ( 3 - ^^t/'OvW - 4-f^U^;U N-'OXhK 

92-93 °C (AcOEt-hexane) 
7C*^*ftt (C.THsoNtO^ blsT) 

C (96) H (96) N (96) 
MUffi 78.23 7.29 6.76 

mmm 78.27 7.31 6.75 
2 5 
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1 5 5 - 1 5 6°C (CHaCN) 
TumfttirW (C 27 H 3 ,N 2 0 2 t It) 

C (90 H (*>) N (%) 

mmm 78.23 7.29 6.76 
mmm 78.25 7.36 6.78 
mmm 2 6 

1 - ( 3 - J h*S"O5>A0 - 4 - h'^'J t^U N-OXh 

Jimrt:^ : 3 h + ^>^?oiJ K 
®i& 96-97 °C (AcOEt-hexane) 

jcmfrtfrm (c 27 h 30 n 2 o 3 £lt) 

C (%) H (%) N (%) 
Si&lfi 75.32 7.02 6.51 

mmm 75.22 7.12 6.51 
mmm 2 7 

1 - ( 4 h + - 4 - f^U i?)\> N-'OXh 

flfcjft 1 4 5 - 1 4 6'C (CH3CN) 

7C**«ftt (C 27 H 3 oN 2 0 3 h IT) 

C (%) H (%) N (SX>) 
Sifolfi 75.32 7.02 6.51 
mmm 75.30 7.04 6.56 

mmm 2 8 



WO 95/06635 



PCT/JP94/01436 



- h 

®L& 1 3 4°C (CH 3 CN) 
Ttmfrtirm (C 2 7H 30 N 2 O 2 tit) 

C (*0 H («3 N (5k>) 
SUffi 78.23 7.29 6.76 

mmm 78.34 7.38 6.75 

H2M2 9 

1 - /m- 4 -hT^tf N-^>Xh KU h 

Hit 1 34-1 35 °C (CH3CN-CHCI3) 

5c*^«flS (C,oH,4N«0. tit) 

C (X) H (*0 N <*>) 
SUfiS 74.05 7.46 8.63 
m®®. 73.83 7.44 8.55 

mmm s o 

h 

9 8 - 1 0 0 °C (CH 3 CN) 
jtmftffi®. (C 22 H 28 N 2 0 2 iU) 

C (*>) H (%) N (%) 

mmm 74.97 8.01 7.95 

Hl^fi 75.07 8.06 7.93 

mm\z 1 
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- b 

M& 1 0 8 - 1 0 9 °C (CH 3 CN) 
7C*^«flfi (CHaoN.O, tit) 

C (96) . H (96) N (96) 

mmm. 75.38 8.25 7.64 

m&m. 75.05 8.29 7.62 

mmm 3 2 
h 

Hfe.£ 8 1 °C (CH 3 CN) 
7C5ft#*JH& (C 24 H 32 N 2 0 2 tUt) 

C (96) H (96) N (96) 
75.75 8.48 7.36 
gffctt 7 5.6 3 8.5 5 7. 3 2 
H1M3 3 

1 n^i/fr/f-JV- 4 - hT'OJ N-^>Xt KU 

1 2 0°C (CH 3 CN) 
7E*^«f« (C 26 H 34 N 2 0 2 tUt) 

C (96) H (96) N (96) 
Sfftffi 76.81 8.43 6.89 
£gRtt 7 6.8 8 8 . 4 5 6.8 5 
HSfeffl 3 4 
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1 - [2 - (2 - t KP + i/xh + i/) xf4/] - 4 - b'^'J *J 

mmt&® : 2- (2-?DDi|> + i/) jL^y-;u 
iftj& 149-1 51 °C (CH 3 CN) 
Tt^HfHfi (C 26 H 32 N 2 06 -0. 5H 2 OLT) 
C (96) H (%) N (96) 
SlUS 64.50 7.14 6.02 
mUkm 64.19 6.79 5.83 

mmms 5 

Bfej^C 18 2°C (Et 2 0-CHC1 3 ) 
7cit##HI (C 3 oH 32 N 2 0 6 -0. 2 5H 2 Otbt) 
C (96) H (%) N (96) 
lUf 69.15 6. 29 5.38 
mm®. 69.15 6.20 5.38 

mmm 3 6 

1- (2-7ah'—Jl) N-^>Xt K'J ;U 

H.& 1 4 5°C ( i - P r OH) 

7C*^*f* (C 22 H 24 N 2 02 - 0. 2 H 2 0tU) 

C (%) H (96) N (%) 

Safeffi 75.06 6.99 7. 9 6 

mm® 75.28 6.92 7.93 
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mmm 3 7 

1 - (2 - t'l> } J )l / *f- Jl) - A- t°^U N-OXfc F 

SCfsMfc-fctt : 2 - ( ? o n e 'J S> > • ig&ig 

M& l 2 l - l 2 2°C (CHaCN) 
7c3R^«fffi (C 25 H 27 Ns0 2 tit) 

C (96) H (90 N (%) 

SHiB 74.79 6.78 10.47 

mmm 74.97 6. 8 0 10.45 
mmm 3 8 

1- ( 3 - h°'J -4-fcfOJi^ N-OXk F 

'J ;l/#;t/'<,* - h 

i^fb^i : 3- (^on^/lO tT'J^>-ffl»ffi 
1 4 0 - 1 4 1 8 C (CH 3 CN) 

jtmftffim (C25H 27 n 3 o 2 tit) 

C (*>) H (%) N (%) 

SHIS 74.79 6.78 10.47 

mmm 74.90 6.82 10.45 
inifcfti 3 9 

1 - (4 - try - 4 - tvoj N-^>xt k 

: 4 - (^onyf^) h° 'J i? > • iSiHig 
US 1 6 2 - 1 6 3 °C (CH 3 CN) 
jtmftffim (C 2B H 2 7N 3 0 2 tU) 

C (%) H (%) N (JO 

SMHB 74.79 6.78 10.47 
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H^fit 74.75 6.84 10.34 

mm&u 0 

1- ( 1 H-^yX^C i 2 --4)1/ i-Jl) - A - 

U K 

MA 246-247 °C (E t OH) 

7C*#*Mtt (C,,Ha.N«0, tbt) 

C (&0 H (*0 N (%) 

ill 7 3.61 6.41 12.72 
73.46 6.36 12.73 

mmm* i 

1- (2 hvOitJl) -4-hr^US^ N-OXfcK 

Bfc.£ 1 1 3-1 1 4°C' (AcOEt-hexane) 
TC^flfffi (C2eH 27 N 3 04 tLT) 

C (%) H (%) N (%) 
itttt 70.10 6.11 9.43 

mmm 70. 1 6 6. is 9.49 
niffcfli 4 2 

MM. 1 2 5 - 1 2 6"C (EtOH) 



6 0 



WO 95/06635 



PCT/JP94/01436 



C (%) H (*>) N (%) 
mmW 70.10 6.11 9.43 
nmi& 70.26 6.23 9.49 
mffiM4 3 

1- (2 -*rJ *) Jl/m) - 4 - b'^'J N-^>Xt K 

'J h 

JK£Hb-£$J : 2 - (^nnyf^) rj > . 
1K£ 1 1 8-1 20 °C (CH 3 C N - E t 2 O-hexane) 
TC^tfffit (C 29 H 29 N 3 0 2 - 0. 5 H 2 0 <t LT) 
C (*>) H (%) N (96) 
Si&lfi 75.63 6.57 9.12 
H^lft 75.89 6.62 9.13 

mmm a 4 

1 - ( 1 -i-ym/f-Jl) - 4 - tWJ N-'OXh K 

WMitG® : 1- (^dd/H) ^"7^U> 
H& ' 1 4 9 - 1 5 0*C (CHtCN) 
5£*#*HB (C. 0 H, 0 N«O, tUT) 

C (9(0 H (9tO N (%) 
Stfefit 79.97 6.71 6.22 
HRffi 79.99 6.78 6.21 
St»J 4 5 

l- (2-t7f;Mf;i/) - 4 - tr^y s;;u N-oxh K 

lSC*4fb-&to : 2- (T/a^^U) ^7^U> 

1 6 4 - 1 6 5*C (MeOH-CHsCN) 
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Ttmfrffim (C 3 4H 3 4N 2 0e fcbT) 

C (96) H (96) N (96) 

72.07 6.05 4.94 

mmm 72.00 6.03 4.92 

HSfiftU 6 

1- (3--ba^>i;;i/) - 4 - e^u n-oxlf 

IK.& 1 5 0°C (CH 3 CN- i -P r 2 0) 
TtmfrVrm (Cs.H„N,0«C 1 tit) 

C (96) H (96) N (96) CI (96) 
64.79 5.86 8.72 7.36 
64.78 5.89 8.75 7.25 

7 

1 - ( 3 - ^7M>W - 4 - h'^ll v^U N-OXt K 

JK& 1 8 4 - 1 8 6 °C (CH 3 CN) 

5c*^#f4ft (C«7H. t N>0.C 1 • 0. 2H 2 0 t LT) 

C (96) H (96) N (96) CI (96) 

Sf&ffi 69.65 6.15 9.03 7.61 

H^Mfi 69. 68 6.08 9.05 7.38 

mmm 4 8 

1- (2 - t 4: ?>^;Mf-;i>) - 4 - fcf< y N-^>xt 

Blttffc^tt : 2- C/n^y^U) h°5^> 
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m& 1 05-1 1 2 °C (CHsCN) 
Ttmftiftm (C 2 4H 2 7N40 2 C 1 -H 2 0£:LT) 

C (96) H (96) N (96) CI (96) 

lift 63.08 6.40 12.26 7.76 
^ffi 6 2.87 6.3 0 12.31 7.98 
HS&#J 4 9 

1- (4-h*7xr.iJ;^f^) - 4 - fcVOJ i?^ N-'OX 

t K 'J y - h • i/ a. ^WOk 

mft<t&® : 4- (?nn^;U) h"7i^ 
2 0 3 - 2 0 4°C (CHsCN) 
TC^ffffi (C,4H. 4 N,0e irbT) 

C (96) H (96) N (96) 
9ttft 7 2. 07 6.05 4.94 
71.95 5.96 4.88 

mmm 5 0 

l-(3, 4 -*J* T)l^y*J)l) - 4 - tf^'J N-^> 

l^f^^l : 3, 4-S?>f;K>i;;^niJ K 

1 7 8 - 1 8 0°C (CH,CN-Et 2 0) 
jtikftm®. (C S0 H„N 2 0« tU) 

C (96) H (96) N (96) 
Sttfit 69.48 6.61 5.40 
HiHfi 69.49 6.53 5.35 

mmm 5 1 

i-(2, 3 -yyw^w - 4 - tr^u N-^> 
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WMit^m : 2 , 3 - *J / y>J)\,?u*) F 

JK.& 1 2 5 - 1 2 8 °C (CH 3 CN-Et 2 0) 
7C*^«f* (C10H.4N.O1 tUT) 

C (96) H (96) N (96) 

gf&ffi 69.48 6.61 5.40 

£Ufett 69.22 6.61 5.30 
^5 2 

1- - 4 - fcT^U i?Jl N-OXfcK 

Ifcj& 1 9 7 - 1 9 9 °C (CHsCN-THF) 

Ttmftm®. (C»H 2 ,N s 0 6 Br ttt) 

C (96) H (96) N (96) B r (96) 
gtUfi 59.06 5.13 4.92 14.03 
H^lfi 59.17 5.22 4.78 13.66 

mmms 3 

8 Og, 2-7;l/T^fhK0. 22g©l, 2-^^anx^> 
!®®f)£l 0ml {I. T;U^>m8SET. ISCT h U T-fe h * ->7]c^ 

m&mx., pH9tu y?oD^>TiiiiLfc, wmn^. is 

(?dd«a/^;-^= 100/1) t-niiit^ctia^ 
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1 - 7)17 'J 4 - t'^'J V)l N-OXt K y ;l/#;t/^ - 
hO. 7 9 g£&fe@{*£UTf#/c 0 

-ho. 40g^^;-;nomi cgiu 7v;n&o. l l 
g£JjQx.s mEETmifai&, r-b h- h »j;i/-x-f^l/J:DS^U 

h • yr^mm o . 4 3 g &mf*.»vt& t Lxmco 

1 9 5 - 1 9 6*C (CH 8 CN-E 1 2 0) 
Ttmfrtirm (C 28 H 3 oN 2 07 tVT) 

C (%) H (%) N (96) 
S 6. 3 9 5.97 5.53 
nWLffi. 66.24 6.03 5.50 
KIT, mmms 3 t^ii:bt2-7^7;i/ft V®\tt>K>^\>l 

Tcottfc-fzmmt&tyzm^ mmms 475M6 io<t^^n 
nmm 5 4 

1- ( 3 - 7 y - 4 - twj N-^oxtKU 

ill* 1 8 5 - 1 8 6 °C (Me 0H-CH 3 CN) 
TtmfrVr®. (C 28 H 3 oN 2 07 tit) 

C (*D H (%) N (%) 

lit 66, 39 5.97 5.53 

HiHi 66.41 5.97 5.63 

mmm 5 5 

1 - (3, 4 - yfU^^t+^^V^;!/) - 4 - tr^U s>;u 
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m& 1 1 9 - 1 2 0°C (CH 3 CN) 

ftm^mm (c 2 7H 28 n 2 04 tit) 

C (%) H (%) N (%) 
72.95 6.35 6.30 
7 2.65 6.51 6.25 

mmm 5 6 

1- (4 -"J^f-JIT I JsOiJfr) - 4 - h^'J >?;l< N-^< 

: 4 $ MV^TAft K 

Mfc.& 1 62-1 67 °C(EtOH-Et 2 0) 
^f^flflfi (C 28 H 38 N 3 0 2 C 1 2 • 0. 75H 2 OtU) 
C (%) H (%) N (%) . CI (%) 
63.45 6.94 7.93 13.38 
63.43 6.82 7.99 13.19 
nffiM5 7 

1- (4-hFot^>^;l/) - 4-ty<U^;U N-^OX 
t K U Jlij — Y - y-7 

: 4 - t Fo^^VXTAfh F 
ife.£ 1 5 6 - 1 5 7°C (Me OH-CHsCN) 
7C*#*ffe (C 3 oH, 2 N 2 07 i: It) 

C (90 H (96) N (90 
6 7.66 6.06 5.26 
67.38 6.06 5.25 

mmm 5 8 
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1- ( 4 -a b^isOifJl) - 4 - b'^ 'J N- 



1 0 8 - 1 0 9 °C (Me OH-CH3CN) 
7C*#«f«[ (C 32 H 36 N 2 0 7 ilt) 

C (*0 H (*0 N (*0 
mm®. 67.87 6.61 5.11 
H@HS 68.12 6.41 5.00 

mmm 5 9 

1- (4 - tf-jirtsoyji) - 4-tf^u^;u N-^yx 

Hfej#C 218-220 °C(EtOH-Et 2 0) 

Ttmfrvtm (c 31 h 34 n 2 o 6 sttt) 

C (5X0 H (%) N (%) S (%) 
66.17 6.09 4.98 5.70 
mm®. 65.78 5.87 5. 01 5.69 

mmm 6 o 

1- [4- C/T-frXJl? j — ;10 ^>>?;U] -4-f^y^;i/ 

HC^Kt^ : 4- 4 ~ ;u) ^>XT;U7=tK 

lfc& 1 75—1 76 °C (E t OH-CHsCN) 
jtmftffi®. (Ca.H. 4 N,0,Si:UT) 

C (%) H (%) N (96) S (%) 
Slftffi 6 4. 3 4 5.92 4.84 5.54 
mWm. 64.23 5.97 4.80 5.70 
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mmm 6 1 

l- [4- ;u) i>z?ju] -4-fc'^y^u 

g>,£ 1 8 1-1 8 2°C (E t OH-CHsCN) 
7C*»«ftt (Ci,H, 4 N,0.S • 0. 7 5H 2 0ttt) 

C (*>) H (%) N (5X0 S (9tf) 
lit 61.22 5.88 4.61 5.27 
nWiW 61.25 5.64 4.44 5.29 

mmm 6 2 

4 - fcfOJ "JJl N-OXt K U ^ - h • 1 . 

0 0 g&O'h 'Jjcf-;l/T* >0. 2 9 g CDi:? y -;H 5mlit 
(I 2 -f-fy x Vfc^^l/^fc: KO. 36 g^-JO^. SfiCt 1 B# 
flH$l^ 7jc^b^^^^hUt7A0. 1 3g£tBX.. ZZlZ 
-BftS^t/co S^^^E^l/c^ Htttr*5 Om 1 £fiQ*. 

a^;uA/y z j-)i= i9/i) "emm-rzz. tc^o, 1 - 

( 2 -x— ;U) - 4-t°^»;^;U N-OXhK'J^^V- 
hO. 3 6 g^-^fett^t UTIffCo 

1- (2--r-;i/) - 4-f^Ui?;U N-^>XtK'J^*;b 
^V-hO. 3 6 g^-Ji^y -;K::$g8?U ^v;U^o. l Og^ 

bSiStS^ tCJ: *), 1- ( 2 -x— 71/) — 4 - tf^y 'JJl 
N-^oxt K«j;u*^<y- h • y?Jimi&Q. 2 9 g£3fe£j£ 
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M& 1 9 0 - 1 9 1 °C (CHC 1 3 ) 

7C$%frtfrW (C2 8 H 3 oN20eS • 0. 2 5H 2 0tbT) 

C (%) H (%) N (90 S (*0 
Soffit 63.80 5.83 5.31 6.08 

mmm 63.53 5.65 5.17 6.08 
mmm 6 3 

l ) imiti- h u a (60%) ^-r;u=j*>msST. ^*lJ->-eft 
#U xf U>r>J s-^y^x-x/US 0m 1 £in*.s 
T, if ^ S?x^;l/***7 T-trf- h 4 . 93g0if L/>/ 
»J n-^^jf ^^x-T-4/*ffi2 Om 1 «Tb/: 0 tK&T 1 0# 
MMWLtzik^ l-^>^-4-^'JK>3. 7 9gCDx^u 
y^U 3-;l/i?yf;i/x-f«l'5m 1 *iTU: 0 

L/cgL ^SS^EETS^U x^U ( l -^yiPji- 4 - t°-< 

ffM##Hfi (m/z) : (EI) 2 5 9 (M + ) 

mmm.&mz^? hJi (cdc i 3 > TMs^gu^m) 

6 : 1. 2 6 (3H, t, J=7. 2Hz) , 

2. 20-2. 65 (6 H, m), 

2. 9 8 (2H, t, J= 5. 9 Hz) , 

3. 52 (2H, s) , 

4. 14 (2H, q, J= 7. 2 Hz) , 

5. 6 3 ( 1 H, s) , 
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7. 3 0 - 7. 5 0 ( 5 H, m) 
2 ) ( 1 -Kyyjl- 4 - tT^'J *J U x >) 7tf - h 5 

. 14g^x^;-;H OOmllMU 1 OH'^S^A-IB 
10. 50 g??£T\ ^SSE©7jc^#fflmT 2 0#W«#L;fco 
ttft$i£Eft£U ftbtitzm&l^ 2 0%7jc 

^ffc;* U ^A7jc^2 Om K x^y-^M Oml £iJD*.. 

<Z>mm®Z. 5 2gW; 0 cni:^^XbK'J^7;>2. 3 8 

g. AT * K5 Om 1 tK?#T^7 x-7b U > 

WtT'JYA. 5 7g0i?ymwPA7i FM5mK h'Jxf 

7b T * y 1 . 6 8 gCD^yf;l/^;l.A7.; K*«5ml ^JUtC^T 

SJS^^-TfcTKd^^ mmz-m- hA3-> (1:1) ©fijfc-e 

(?aa*7l,A/y *y-;l,= 5 0/1 ) t'tHf^c tKJ:^ 
N-<"<>Xh K 'J )l- 2 - (1 -<>^7U- 4 - fcT^U 5>;iO T-fcr 
hT * K2. 8 4 g&nfco :®^ 5 0 0 mg£lt®?^7U-^ 
*-*t>fr>bnm&-f&Z irICcktK (1 
-'O^/l/- 4 - fc'^'J i7/U) T-tr hT i K2 5 Omg£&fe*M* 

US 1 24 — 1 25 °C (AcOEt— hexane) 
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Ttmfrvtm. cc 27H30N2O t it) 

C (&0 H (%) N (%) 

mmm 81.37 7.59 7.03 
mmm si. 21 7.69 6.98 
mmm 6 a 

O^t KU 7fti/7*- h 5. 0 0 g&tM -T I J - 
1 -'O^b^U 4. 2 0 gCDi?^aDx^ > 5 0 m 1 jgffi 
£7 0°CT9l^^^t^o £J£i££EcEEMtL*:^ 
ts ¥ Jlfj y av hr^7^ - ( ? a □ ^ J -;u= l 

9/1) "Cft^U $^C^xf-;UJE.-^;i/-^+-9->^^^ H H H 
tec tdi; <9 (l-^>y;u-4- 

tv<y>w ^*m^7. o 9g^i^ H B B iit§fc 0 

ife* 1 37-1 39 °C(Et 2 0-hexane) 
TC^Wtt (C2eH«.NaS • 0. 2 5H 2 0iLT) 

C (%) H (%) N (%) S (*>) 

Sftfc{fi 74.33 7.08 10.00 7.63 

mmm 74.43 7.21 9.75 7.50 
mmm 6 5 

1 - ( 4 -— bn'O^t,) - 4 - tv*y >>;u N-'OXt K 
U M. 0 0 g^-x^y-;u l 0m 1 

1 0m 1 CDzg-£^(c*gji?U 7*-i^;H?ST, 7jc^#ffl^ 

-4/= 4 9/1) TflMS-rsctK«fctK 1 - (4 
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1- (4-7;;'<>i?;l/) N-^>XhK 

Nu& 1 7 9 - 1 8 0 °C (CH 3 CN) 

7C*fl*H6 (CaoH^NaO. t U) 

C (96) H (96) N (96) 
Sl^i 67.78 6.26 7.90 
n&W 67.53 6.30 7.87 

mmme 5 tmmzLx^T<D<t^^mc 0 
mmm 6 6 

fifmffc^ : 1- (2--Fo^>W -4-h*^Ui?;U N- 

1 78-1 79 °C (A cOEt-hexane) 
7£3H^*f« (C«.H„N,0. -0. 2H 2 0tbT) 
C (96) H (96) N (96) 

SUffi 74.51 7.07 10.03 
mffk®. 74.52 7.02 9.95 

mmm 6 7 

4_ t «^ijo ?;U N-^>XtF*'J^*^<^-M. 07gO 
^^dd^>1 0m I jBttd. tigTf U 7x-;Ut:XA^> 1 

. 8 2 g%.&m*mmmo. 3 1 g^-so*., 1 smmmwLtz 0 s 
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/-bo. 7 8 g*m&mi*t bT?#fco 

;n^/^;-^ i om l (c*g«f u i/a^io. i 8 g^-jin*. 

4 g zm&mih t bxm^o 

1 5 3°C (CH 8 CN-E t 2 0) 
7G^##Hft (C 27 H 28 N 2 0« tU) 

C (%) H (%) N (96) 
SIHS 68.05 5.92 5.88 
67.94 5. 99 5.88. 

mmm 6 8 

1- (3-— hoOi;^) - 4-t*^U^^ N-OXt K 

V Jif7»'<jt- h 2. 5 0 g^^^y-;u looml &t>V>y- 
;H o m 1 (DI^JgIi:^il, 7^--^;iffST^ zK?£f£ffl 

£U l- (3-7*;^>i?;i/) -4-^';^^ n-^>x 

tK'JA*M^-h2. 6 0g*ittlltttlTf|fc, l-(3 

^-M. 2 0 g®i&<t/f-ls> 1 0m 1 hV^JlTl 
>1. 3 8m 1 Rtfi&<tT-t??-)lO . 3 5ml^iTU 
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(3 - I K'OS^IO - 4 - h e ^»J i^U N-^>Xk K »J 

;u^;^nV- h • i/a^ftiftO. 8 3 g«ffei^tlt#/:o 
1K£ 1 23-1 26 °C (EtOH-CHsCN) 
TtmftVtm (C 30 H 33 N 3 O 7 • 0. 5HiOtU) 
C (*9 H (%) N (%) 
SHHB 64.74 6.16 7.55 

mmm 64.91 6.01 7.53 
£JT> mmm 6 8 tmmiz bxmmm 6 9 <Dit&Vd%mz 0 
mmm 6 9 

1 - [3- a* ? >z.ji*yr i K) "OsjjH -4 -e^y s> 

Jl N-OXtKiJM/I/A'y-h .^/ a H7||i| 

1 1 5-1 1 9°C (CH 3 CN) 
TC^tJfffi (C 2B H 33 N 3 0 8 S • H 2 Otlt) 

C (%) H (*0 N (*>) S (*>) 
SiftlS 57.89 5.86 6.98 5.33 
m&W 58.27 5.62 6.99 5.40 
Mt&ffl 7 0 

1) N-^>XhF'J;l/-N-/f;l/7;>2. 6 0 g, Mxf- 
A,T * y 1 . 4 7 g©JJ?Dn^>jgjS5 OmlC, *#T> ? 
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aa^m^Jl 1.50 g^»7U MKT 4 0FIIfft/; o S 

h U ^A7jc*g$u 7jc> f&f&:&i£7j<T8fc#U 
Mith^AT'^Uci, Stt*«ETfi*tfc. »e>n 

^y-;U=5 0/1) "Cffi[8-r«CtC«fcf3xf-;P N-'OXb 
K'J ;l/-N- y h2. 5 6 g£3&feft&#^i LT# 

/Co 

W&frifrm (m/z) : (FAB) 2 7 0 (M + + 1 ) 

mmm.&mz'*? ccdc i 3 „ tmsmmmo 

5:1. 26 (3 H, t, J = 7. 2Hz), 

2. 7 2 (3 H, s) , 

4. 2 0 (2H, q, J= 7. 2Hz), 

6. 6 6 ( 1 H, s) , 

7. 10-7. 50 (1 OH, m) ' 

2) 1 -s<>iJJl- 4 - tr^U 1 . 9 9 gCD^y-yl,*g 

^50mli:4. 8^f* h 'J h^v 7 Y - * * J - )imi&2 

. 0ml£finx.> ^^BETS*L/c 0 i^n«i:xfA 
N-OXt K'J;i/-N-yf;i/*;i/^V- hi. 9 9 g© hx,jc 
vig$ 7 omU^^i -o 4 - t'^u ->i 1 . 99 

g£fin*.. 2 4NfPb11 5 0 ViZTtetftr £ 3-9 J 

x?-;UT*fflffl Lfeo W$&H3-7k N fi&ft^ig7KT«l(Ci5fe^ U &§7jcffi£ 

;uA/^y-;u=5 0/1) T«f«r*c: 
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? J-)12 Om 1 Iz&mU 77;i/i l 2 9mg^Jlx., i&m&ffi 

1 4 - tr^'J i^;U N-OXh KU ;U-N- 

gfe.£ 1 6 2- 1 6 4 °C (MeOH-CHsCN) 
7C*^«rtt (C»,H,4N,0, tUT) 

C (*>) H (%) N (%) 
Sttft 70.17 6.46 5.28 
£SfeH 69.93 6.50 5.24 
Hfi&fltl 7 1 

1) h U 7x-W^7-f > 1 5. 7 4 gCDT" h5 t Kd7 7 >2§ 
jfcl 2 0ml C7;i/3'>^^ 3fc#7\ i^ifA 7 % Si>ijA,# 
*i/U-b2. 45ml*l O^TOTU 4 5^4i#lfco 
SJS&K 1 -ly'JA,- 4 -h'^'J ^y-;t>5. 9 8 g®fh7h 

Kd77>*»5 OmK f-*tt»3. 2 m 1 S-JUKiST U 

) T-1fi2-r^- iri:<kf)> S- ( 1 4 - fcf^'J 

^*T-tr^- h 2. 7 7g«ffe@fti:Utllfco 
K*#«Hfi (m/z) : (FAB) 2 5 0 (M + + 1 ) 

mm$n&mxn? h^kcdci,, TMsrai^ 

6 : 1 . 40-2. 40 ( 7 H, m), 



7 6 



WO 95/06635 



PCT/JP94/01436 



2. 2 9 (3H, s) , 

2. 6 0 - 2. 9 0 ( 2 H, m) , 

3. 4 8 (2H. s) , 

7. 2 0 - 7. 4 0 ( 5 H, m) 
2) S- ( 1 -sO*J)l- 4 - e^OJ 5* AO ft7tf-h2. 

;U-4-h e ^U^>5 L ^-^^«Lig^)tLT2. 3 0 g#fc, Itl 
i:h^x>2 Oml^M, i?7x-«i. 9 1 gJ;f)llbn 
5i?7x-;WVi/7^- h© h;Uai>^3 0m 1 *ftl;l 5 BPbI 

S- ( 1 4 - f^U >W N-^vXtK'J/l'ft 

c©-5*>5 0 0mg^^;-;l/3 0m 1 CMU 77;i/ii 

x—TJlfrt>Ufe£l l 'fZ>Z£{zJ:0 > S- ( 1 -^>>>;U- 4 - t° 
^US^IO N-OXh K»J )l=f-irti JlJ<J- h • :7vAi&i&6 
0 0 m g £lfcfe£f t«t B B H t LTff/Co 
SL& 1 1 5-1 1 6'C (EtOH-EtaO) 
7t;^##Ht (Ca 0 H„N,O,Si:LT) 

C (&0 H (*0 N (%>) S (%) 
Sifclfi 67.65 6.06 5.26 6.02 
H^lt 67.70 6.03 .5.28 6.05 
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mmm 1 2 




1 ) N - s<>X t K »J JUT ? U )IT l F 9 . 8 5 gSO' 
- 1 - ^ y U S> > 7 . 7 0 g CD h ;l/X > 1 0 0ml 

1 0 o°ct— nfeai^u^. SE&tt^ttEftMru u&nfcME* 

= 1 9/1 ) T-mS-r^c: N-OXt FU ;u- 3 - 

[ ( 1 -s<>Z?JU- 4 - fcWJ 7;7] ^DftV7; F 1 

N-^>Xh FU JV- 3 - [ ( 1 4 - fcT^U 

7;;]^Dk't>7«F0. 8 5 g^;-;l,5m 1 i:|ft, 
4^iMfb7jc^-I^xf-;l/^2m 1 till, n<bt\tzm&M 
fc%3L? j - ^^^i B B B t§; t(Cck 0. N-'OXh FU 
3 - [ ( 1 -'Oi^l/- 4 - tf^U iSJl) 7* y] ^Db*t>7; 
F • 2 IMifciM 0 . 6 5 g *&fe*HKfi t UTf#/c 0 
2 3 5 - 2 4 0 °C (#8?) ( E t O H) 
7uH#ffHfi (C 2 ,H 3S N 3 OC 1 2 • 0. 5H 2 0tLT) 

C (%) H (%) N (%) CI (%) 
Sl&ffi 66.01 7.12 8.25 13.92 
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66.30 7.04 8.36 13.93 
2) T;l/rf >m8fc»K 7km<t 'j f-^ at;I/ $ — ^ A 3 . o 0 g©-r 
l7hFo77>l 0 0ml mmmi^ N-^>Xb K'J 7U- 3 - 
[ ( 1 -^>^7U- 4 - tf^U i^U) T $ J ] 7dW>7; K 1 
0. 5 0 gOfhvt Fd77>1 0 Om lM^fSi:T3 0# 

^CtKI o Oml £iax., ?na*;t/A-ettfflU My^MWt^ 

*7^^o7hr77^ - (^ao^;UA/^^y-;U= 1 9/1) 
T-m^-T^c N-OXfc KU ;i/-N' - (l-^>^ 

7U- 4 - t'^U h>jyf U>^7;>5. 72g£#tfffejft 

H*##Hfi (m/z) : (FAB) 4 1 4 (M + + 1 ) „ 16 7, 
9 1 

mmm&mxn? h;u ccdc i 8 , tmsfwiws) 

6:1. 34-1. 44 (2 H, m), 

1 . 6 5 - 1. 7 4 ( 2 H, m) , 

1 . 7 8-2. 14 ( 6 H, m) , 

2. 4 0 - 2. 4 7 ( 1 H, m) . 

2. 63 (2H, t, J=7Hz) , 

2. 7 1 (2H, t, J=7Hz), 

2. 8 3 (2H. d, J= 1 2Hz) , 

3. 4 8 (2H, s) , 

4. 7 9 ( 1 H. s) , 
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7. 16-7. 40 (15 H, m) 
3) N-'OXb Ky-fc-N' - ( 1 -^y*JA/- 4 - fcf<»J Z?Jl) 
h'jyf-UV^7$>4. 7 0 gSCFh ^ > 7 . 3 0g 

(D^^oD^>50ml *iKC*^T> h'J*xy>l, 1 2 g 

T-Bfe^t/c 0 R&mz&mmtikmi- h y ^a 7 k^2 o om 

>f- (^dd^W^;-^=4 9/1) 

*) 1 -'OXk KU-fc- 3 - ( 1 -<<>i?)l- 4 - fcf^y S^U) - 

2-^-+V^+"9-h Knf'J * ^>0. 9 3g*tfeitttttUT 

i -^>xt k»j 3 - (i -s<>i?ji- 4 - tf*y s>;tO - 

2 b Ko tf y 5 0. 9 3 g£:t*y-;U2 0 m 

(cj;^ l -<>xt Ky 3 - ( l -s<yi?ji- 4 - tf^y s> 

)\>) - 2 -**W*1>-h Ko f'J;^>- !7v;l^i&0. 4 0 g 

16.6 l 1 8-1 20 °C (E tOH-CHa CN) 
7C*##f*t (C 32 H 37 N3 0 5 • 1. 2H 2 0tlt) 
C (%) H (%) N (%) 

ailSl^it 68.66 6.88 7.28 

mWiW 68.80 6.81 7.48 

1 - ( 3 ha^> - A- hf^y N-OXk K 
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»J )lti)l'<t - h 2. 5 0 g^rx^y_;n o 0 m J - 

jh oomi (D'M&mmizfeMb, ?*--v>rJift$ET, ikmrn 

W\s-toJ\"<*-~h 2. 4 0g*»fc o COO. 6 0g*x^y- 

*fr&l?l&ll-rs::tKJ:*K l- (3-T^y^>^;u) -4- 

fcv<t; ^;l/N-^>Xt K'J^*^<y- h • 2*MIfci&0. 2 3 g 

M& 2 1 5 - 2 2 2°C (CHsCN-E t 2 0) 

7E*#«Ht (C2 6 H 3 .N 3 0 2 C 1 2 • 0. 2H 2 0 t LT) 

C (%) H (%) N (96) CI (%) 

63.47 6.43 8.54 14.41 

mmm 63.35 6.42 8.51 14. 64 
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mmm i a 

5>7x-^fti0. 8 5 g, h'Jif^7;>0. 4 9g©h^ 
x>|g|2 5mli:^7x-;i/'Jvil7i;Kl. 2 1 g£ij&*.> 1 

o o*ckt h$hi«#u sec: 3 o^ratnmagEUfco 

S$-C^L/:t, 3 a- 8 8 -Tlf tfS/*n [3. 
2. 1 ] >- 3 ;U0. 8 7g£j&QX.. 6 BPMjafttSffi 

y 5 0/1 ) -CttS-r^Cim;*). 3 a - 8 -'OSW- 

8 -Tif b*i/^o [3. 2. 1 3 - >f ;U N-^>Xt 

KU M . 4 0 g£«rfetttttti: LT»/c 0 £;ft£:r. 

^y-;U3 0ml (ML, 4^igrb7K^-^^+-^>^l . 
5 m 1 £Jn*«flE£e*L;fcSU x* y -;U-7jc<fc OSilSfit* £ 
tCi^ 3 a- 8 -ly*Ji\,- 8 -Tlf fi/^D [ 3. 2. 1] 
1r9 9- 3 N-^>Xb K'J h . ^gfJ^o. 

7 5 g^ttfeJeBtUTW/io 

HjK 2 7 7 - 2 7 9°C (#8?) (EtOH-H 2 0) 

7G*#*f« (C 28 H 31 N 2 0 2 C 1 tit) 

C (%) H (%) N (%) CI (%) 

mmm 72.32 7.15 6.02 7.62 
mmm 72.55 6.87 6.05 7.52 

him 7 5 

3 a- 8 -/f-JU- 8 -Tif t£->?a [3. 2. l]*?*-3 
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m& 2 9 7 - 2 9 9°C(#i) (EtOH) 

TbmftVrW (C 22 H 27 N 2 0 2 C 1 tit) 

C (%) H (5k>) ' N (%) C 1 (*D 
3i&ffi 68.29 7.03 7.24 9.16 
Hlfclfi 68.11 7.19 7.28 9.28 

>?7x-;Ht^l. 2 7g. h'Jif;l/T;>0. 7 3gCDh;U 
x>*g$4 0 m 1 IZ^lZX^y x-^'J >i7i^ K 1 . 4 2ml 
*»Tl, 1. 5^tnl8iiS^b^o Ktt?tt*M*T»*llUfcfiK 
3 £- 8 -^>^;t/- 8 -T-tf fcfi/^n [ 3. 2. 1]^"^^>- 

3-^--;n. 3og£ira*.s 8^r^iinmiigfeb^o Kmm^u 

/Co #^n^^S^7jc^^-h>J^AT^t/c^ 

a*^A/^y-;U = 1 0 0/1) tUSt^CirCi:^ 3 £ 
- 8 8 -T-tf tTS/? a [ 3. 2. 1 ] * ? * - 3 - -f 
;u N-^>Xh KU^*;U/<y- h 1 . 6 0gW:, :n^i' 
^;-^3 0ml KSlffU 4M^<b7K^- 1 
2ml£Jn>U *»**EETe*Lfco » 6nfc»ac*i^ / -;u 
-^-^;UJ:0^B B H<kU^, :r.*y-* J: iri:«k 
0* 3 B~ 8 -'OS^U- 8 -Tlf fi/^a [3. 2. 1 ] * ? ^ 

>-3--r;u N-^>Xh ku ;u7j;i/^nv - h • 1 . 07 

Bfe.£ 2 2 7 - 2 2 8'C (EtOH) 
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jtmftffi® (C 28 H 3 .N 2 0 2 C 1 tU) 

C (%) H (96) N (96) CI (96) 

mmW 72.63 6.75 6.05 7.66 

72.49 6.82 6.08 7.76 

mmm 1 5 tmwuz LxwTommm 1 1 1 8 (Dit&vs&n 
mmmi 1 

Sf!.£ 1 7 6 - 1 7 8°C (CH 3 CN-Et 2 0) 
TtmfrVrm (C 26 H 30 N 2 Oei:LT) 

C (96) H (96) N (96) 
Sttffi 66.06 6.65 6. 16 
USHfi 65.73 6.61 6.16 
mffiM7 8 

1 - [ ( 6 - t Kn*S/^f*- 2 - i?;l<) ^f;t,] - 4 - 

JK£Kt£$J : 6-7*0^^ ^Jl- 2 - t? U > ^ $r J - )l 
13 1-13 3*0 (EtOH— Et 2 0) 

Ttmamti. (c«.H,,N,07tUT) 

C (96) H (96) N (96) 
3ftf£ 64.48 5. 99 8.06 
MWi®. 64.20 5.92 8.06 

mmm 5 3 tmmiz Lx^yommm 1 9 8 3 <D<t&®&w 

fro 
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mmm 7 9 

1- (4-if^>-^;l/) - 4 - fc'^U N-'OXbK 

1 1 6-1 1 7°C (CH 3 CN-Et 2 0) 
7C^«f1it (C30H34N2O6 • 0. 2 5H 2 0tbT) 
C (90 H (*>) N (90 
Ilftt 68.88 6.65 5.36 
flEHift 68.58 6.80 5. 64 

mmm s o 

1 - [ 4 - ( 1 - to »J i?— ;U) - 4 - y 

I^fb^i : 4 - ( 1 - fn ij it—A,) ^yXTJU^h K 
fift^C 1 3 5 - 1 3 8°C (Me OH- i — P r 2 0) 
TtmftVrW (C 30 H 37 N 3 O 2 C 1 2 • 0. 75H 2 0tlt) 
C i%) H (*0 N (%) CI (*>) 
Mf^lfi 64.80 6.98 7.56 12.75 
H®Ht 64.89 6.82 7.58 12.68 

mmm s 1 

1- (3-tKo + i/^>i?;l/) -4-tf"*U2M/ N-^yX 

BWYfrfrtt : 3 -h Ka + ^>X7^ft K 
ill* 15 1-1 52*0 (E t OH — E t 2 0) 
TC^tffiit (C 28 H 30 N 2 O 5 • 0. 25H 2 0tbt) 
C (*0 H (%) N (%) 
Sttlt 70.20 6.42 5.90 
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HiHt 70.19 6.28 5.83 

mmm s 2 

l-(3, 4-i?tKDt^>^) N- 

BCIMfc^ : 3 , 4-i?tKn + ^>X7;l/ftK 
1B£ 1 9 0 - 1 9 2'C (CHsCN) 
5c*#*Hfi (CieHtiNt04 • 0. 2 5H 2 0ibT) 
C <&0 H (%) N (%) 
Stfelit 71.46 6.57 6.41 
mmfe 71.84 6.45 6.52 

mmm b 3 

1 - [ ( 6 - * 2 - tf y ^ - 4 - y 
mn<t&® : 6 - y - 2 - e y s> > * jwoit. b K 

158-159 °C (E t OH) 
5c*#*r* (C 30 H 33 N 3 O e t UT) 

C (%) H (*0 N (%) 
67.78 6.26 7.90 
UgHif 67.90 6.37 7.90 

nmm s a 

4 - h°^'J N-OXh K y h • l . 

6 0 g. 3-ft7x>*;^ftF0. 4 0ml©l, 2-V> 
fnnjLj? >&m2 0m 1 C h y T-tr h3r'>7km<t*Vmi- h 'J O 
A 2. 9 2 g£3£ffiT^*-foiin;t, Ifit- Hfcjf# Lfc 0 
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- ( 3 -f-~;t/) -4-fcf<y^;i/ N-^>XtK'j;^^N'/ 

-hi. 5 6 g£#/c 0 CCD -5^ 1 . 0 1 g^y^;-;l/5 Om 1 
K»JBU ^**»0. 2 1 g£Jn**:&. *«**ETS*U 
#£>nfc@#:£T-t? h— h i) J\s-i?3L?-Jl,x.-T-J\,£ 

:ti:J;^ l - ( 3 -t-— ;u) - 4 - f^oj ^ N-OXh 
K»J*A>V- h • i/a^lfiO. 5 3 g*fcfe|Satbtftfco 
H^C 1 2 8 - 1 3 0°C (CH s CN-Et 2 0) 
7C*^W4t (CieH«8N«OtS • 0. 2 5H 2 0itt) 
C («) H (<XO N (%) S (96) 
S^lfi 62.32 5.73 5.59 6.40 
H^ffi 62.35 5.62 5.55 6.57 

/Co 

nmm s 5 

1- ( 3 - J^Jl- 2 -t^;U) - 4- tXiji?;|/ N - O X 

mmt'kto : 3 2 - ft7x>*;M;bft K 
M& 186-187 °C (E t OH-E 1 2 0) 
TC^tfffift (C 27 H 3 oN 2 O e S • 0. 2H 2 0«bLT) 
C (5X0 H (*>) N (90 S (%) 
Sttfi 63.07 5.96 5.45 6.24 
H^ffi 63. 13 5.98 5.40 6.26 

mmm s 6 

1- ( 5 - * 2 -x— ;U) - 4-tf^Ui?^ N-OX 
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mPHt&Vll : 5 -jtf-Jl- 2 -f-^-^x^^^NOl/xh K 
IK£ 2 0 1 - 2 0 2°C (CH 3 CN-Et 2 0) 
5t^#«Hi: (C 2 7H 30 N 2 O 6 StU) 

C (%) H (96) N (96) S (96) 
Sifcfit 63.51 5.92 5.49 6.28 
HlfcliS 63.57 5.82 5.42 6.36 

mmm 8 1 

1- (5--hn-2-f-;l/) - 4 - fcT^U N-^>X 
h K U y - h ■ 

f&& 1 3 3 - 1 3 5°C (EtOH-THF) 

Ttmamm. (c 2 <h 2 ,n,o 4 sc i tu) 

C (96) H (96) N (96) S (96) CI (96) 
Sl&lii 59.07 5.37 8.61 6.57 7.26 
Hlfcffi 58. 99 5. 38 8. 52 6. 37 7. 31 

mmm 8 8 

1- ( 1 H - fcfn — 2-^( Jl/f-Jl) -4-h'^US^ N 

mPHt£%u : lH-fo-;i/-2-*;M;i/ftK 
H^C 1 8 1 - 1 8 2°C (EtOH) 
5c3*#Jfrtt (Ct.H,.N.O.i:LT) 

C (96) H (96) N (96) 
SffclS 65.12 6. 10 8.76 
HiMfi 64.82 6.00 8.82 
HJ£fl»J 8 9 
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1 - C ( 1 - y f-;U- 1 H — fc? n — ;t/ - 2 -JJl) - 4 

MPHt&<®} : 1 1 H- fcfn — ;U— 2 -*Wft K 

Hft& 1 5 5 - 1 5 7°C (#g?) (MeOH-CHaCN-E 
t ,0) 

5c*»lff« (C2tH,,N > 0« • 0. 2H 2 0£LT) 
C (%) H (90 N (90 
Stt'tit 65.23 6.37 8.45 
£l*f& 65.24 6.34 8.40 
^Jfeffl 9 0 

. 6 4g 3 9 U ^y-^UO. 4 1g©h;U>!IMl5 

m 1 i:7Arf>ft»T, Tkffbt h 'J >>A o. 0 2g^M, 14 
o vizx&titrf z / 9 J 5 UPHJfttbfco £t« 

£M*TftipU teftftffiTKTft^L. ^iWlth'J^A-Cft 

A?n?hr77-< - (?dd*W^;-;i= 20/1) T- 
»3Rf 5C tJwi:^. 3-*??';^-;U N- (a-S^a:/*- 

h 0. 3 8 g^-ITfett^i: UTI#/-c 0 C 

n£*^y-;n omii:giu 77;mo. i 3g£in^u ^ 

HjK 1 5 5 - 1 5 6°C (MeOH-CH 3 CN) 
7C*d«fH (C 2 sH 3 oN 2 0 6 • 0. 25H 2 0tbt) 
C (%) H (%) N <*0 
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mmm 63.51 7.07 6.44 

nMkm 63.58 7.00 6.42 

mm® 9 0 tmmz LTUTonmm 9 1 <D<t£®&mc 0 
mmm 9 1 

1 5 0 - 1 5 2'C (MeOH-CH 3 CN) 

jtm^mm (c 28 H 3 «N 2 o 8 tLT) 

C (JXD H (*>) N (*0 
ill 68.00 6.93 5.66 

nmm 68. 06 6.98 5.62 
na&0d 9 2 

4 - h'^'J is* N-OXh KU h • i&^m 0 . 

8 6 gs »<0£®?# 'J^AO. 7 6 gCDv^f-^WUAT ~ VMM 
^2 0mlCN- [4- (y^^X/l/tw^t+i/yf^) 

W7A^D7 h^^7^ - (?DDt4A/^;-;l/= 4 0 

/l ) "e»«-rsci:(r.«kt). 1 - [4 - U 7Wo7t^ * 

'<y- h 1.31 g£iefe@#t LTtf/Co :ni:^;-^2 0 
m K 7jc 4 m K &tmtt 'J^AO. 2 0 g £110*.. 6 BfHTUf 



9 8 



WO 95/06635 



PCT/JP94/01436 



■c«*l/co *Ji*«EETe*L. nz>titzmm.&3-9 j -in 5 

£tK I - C4 - (TZ J yf^) ^<>^;U] - 4 - b'-Oj >*;l/ 
N-^>Xh KU h • 2£^&0. 6 l s 

jK£ l97-l99°C (EtOH — Et 2 0) 
5c*^«flt (Ct7H„N,0«C l » • l. 5 H 2 0 t LT) 
C (%) H (%) N (*>) CI (96) 
mm® 61.25 6.85 7.94 13.39 

mmm 61.31 6.47 7.89 13.33 
mmm 9 3 

4 _ f^ij N-'OXb K U ;U7j;i/^<y - b- • MtiftO. 
8 0 g, ^g|77 'J^AO. 9 5 gOTt h U 10ml 
(15 -?nayf;|/-N- h 'Jf;K>X^ * P'S-JlO. 9 9 g 

(^dd*u/^ *y-;l/= 3 0/1) T:ffim-tzz£iz£t), 
1- (N - > r/'J^MfW - 4-f^ 

£T-te h >2 0m 1 lw*#U 1 l^i5m 1 ^trax.. 1ST* 2 
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%Zb\Z&K>> 1- (lH-^>X^;y7-^-5->f;^f^) 
- 4 - tf^'J N-^>Xt KU Ao^U'**- h • 2J&SI& 
0.8 1 g&*E&«rA£ ltff/co 
Hfe£ 2 4 1 - 2 4 2°C ( i -P r OH-E t ,0) 
7C**MHt (C,tH»oN«0,C 1 t • 0. 5H 2 0ttT) 
C <90 H (%) N (96) CI (*>) 
Sffclfi 62.07 5.98 10.72 13.57 
m&W 62.46 5.89 10. 62 13.51 

nmm* 4 

J</-h 0. 4 5 g<D2-ZT? J >M5m 1 iZ 3 ^{fc^ f-;U 0 . 
0 8ml^TU £fi"C2l*HI«#U «fffib/c^ H H H ^|j?L^ 
2-7^;>T^ncti:J;^ 3- [ [N- (a-s/? 

U5>-*A 3-i?K 0. 6 3g^fefe^ B B H tLT^:, 
2 4 5 - 2 4 7°C (#«?) (2 
5c*^«f«[ (C 22 H 33 N 2 0 2 I tit) 

C (%) H (%) N (5X0 I (%) 
gifcte 54.55 6.87 5.78 26.20 
H®Hfi 54.56 6.78 5.79 26.10 

mmm 9 5 

3 0- 8 -lyVJU- 8 -Tif b~i/?n [3. 2. 1 ] * ? * - 
3-^;U N-'OXh KU Jl1jJl'</- h 0. 5 2g02-7^ 
y >M8ml KH-Wfc^^O. 0 8ml $tigtiTl> £S 
t3om 5Ti&T-c-»UI#LfcSK n:3Wbyf;H. o 
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4ml^iTU 5 0 °CT 3 0 frfflMW Ltz Q 5 'CZITT*— W. 
f^-S-T^-Tlfi/jD [3. 2. 1] N 

2 4 1 - 2 4 3°C {2 
jtmfrVrW (C 29 H 33 N 2 0 2 I tit) 

C (%) H (90 N (&>) I (*0 
ilfi&lfi 61.27 5.85 4.93 22.32 
H^ffi 61.09 5.78 4.86 22.43 

mmmi e tmm^Lx&iT^mmm 9 6^0*9 7<D<t&®&n 

tZo 

mmms 6 

-)l 

21 1-2 1 2*C (EtOH-Ets O) 
jc^tfHfi (C 20 H 29 N 2 O 2 CI -0.25H 2 O t LT) 

C (%) H (%) N (*>) CI (%) 
Steffi 65.03 8.05 7.58 9.60 
65.07 7.93 7.59 9.79 

mmm 9 7 

4 ? 'J iS—Jl N-OXkF'J ;U#;i^<y - b • i&^i* 

: 4 ? »J 

Hj^ 2 4 8 - 2 5 1 °C (E t OH-E t 2 O) 
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TtmfttJtW. (C 2 .H 25 N 2 0 2 CI -0.25H 2 OtU) 

C (96) H d%) N (%) CI (%) 
SUffi 66.83 6.81 7.42 9.39 

66.98 6.71 7.49 9.43 

mmm 9 0 tmmiz hxwfommm 9 8 9 9 <b{t&ty*m 
mmm 9 8 

(3R) - 3 ? »j ;U N— (a-i/^oyf;K>i? 

mmt-&®): (3R) - 3 - + ? ? U i?J-)\, 
1 1 6 - 1 1 7 e C (CH 3 CN) 
TtmftVrte (C,.H 2 .N 2 0 2 tit) 

C (*>) H (%) N (SO 
SUfl 72.58 8.33 8.91 

mmm 72.54 8.34 8.90 
mmm 9 9 

3 8 -^y^Jl- 8 -TIF tfi/?a [3. 2. 1]:*-?*- 

H^Mb^ : 3 J3- 8 -'OS?;!/- 8 -TIF h^^n [3. 2. 1] 
$r >- 3 — N- ( a - 2/ ? n:7 

f-;U^>2>;i/) 
1K& 1 78-1 80 'C (AcOEt) 
Ttmfrtftife (C 28 H 3 4N 2 0 6 -0.2 H 2 OirUT) 
C (K) H (<*) N (%) 
Suit 67.51 6.96 5.62 
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mmm 67.55 6.98 5.67 
mmm 1 0 0 

N, N' -i?(4-?oD/<>XtF'J^) It6. 9 4 g, 1 
-«>yi?)\,- 4 - f^'J -;l/7. 5 2 g© hJlx.>mMm 1 6 
Om 1 K7km<ti~ h U ( 6 0 %) 0. 2 8 g £UH>U 4 BM 

^D7h^77^ - (^DDt>W^;~^= I 0 O/l) T* 

ffiSt-SCtCJ:^ l -OiSJl- 4 - fcffj N- ( 4 - 

y-^(cJ:0W^ B B B -rec ttc<fc*) 0.8 7 g*jfcfeHfii:lTfl 

l 3 2 - l 3 3°C (E t OH) 
itmftffi®. (C26H 27 N 2 0 2 C l tLX) 

C (%) H (%) N (%) CI (*0 
Slfcffi 71.80 6.26 6.44 8.15 
Hffcfll 71. 68 6.19 6.42 8.30 
1 0 1 

4-fcv*U^;U N-<>XtF'J;l/*^7-h2. 40gO 
T-tr h-h U;U3 OmlMi:, Sj&CT3, 4 -V=-Yu^y"J 
^?d'JF2. 0 1gM**ii*'^A2. 0 0g£;&nx.> 1 

i/'J*y^?o7 h^77 >f - (^+t>/I^xf;i,= 2/ 1 -* 

3/2) rms-rsc t(cj;o. i-cs, 4-^fd^>^) 

-4-f^U^^ N-^>XhF'J;^^V-M. 9lg^ 
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H4#«Ht (m/z) : (FAB) 4 9 1 (M + + 1 ) 
iXm^i? (CDC 1 , , TMSF»iSB*i*0 

1 . 6 0 - 1. 8 0 ( 2 H, m), 

1. 85-2. 00 (2 H, m), 

2. 2 0 - 2. 4 0 ( 2 H, m) , 

2. 5 5 - 2. 7 5 ( 2H, m) , 

3. 6 0 (2H, s) , 

4. 70-4. 85 (1 H, m), 

5. 29 (1H, b r, s), 
5. 9 6 ( 1 H. s) , 
7. 20-7. 40 (10 H, m), 
7. 6 5 - 7. 7 5 ( 1 H, m) , 
7. 8 0 - 7. 9 5 ( 2H, m) 

i o i tmm^LxiiXTcommm i o 27^1 o 5©^ 
mmm 102 

4 - »J *J)l N - ( a - U V a -Jf-Jl^ > 

!fej& 1 0 4 - 1 0 6 °C ( E t 0 H - E t 2 O) 
jc^tfffi (C 26 H 3 .N 3 O, -0.25H* O t LT) 
C (%) H (%) N (*0 
Sl^lt 60.28 6.13 8.11 
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60.19 6.05 8.17 

mmm i o 3 

3/8-8- (3--hn^>-?;i/) - 8 -Tif ii> 2 a [3. 2 
. 1 ] 3 N-^>XhK'J^*;My-h • i/a 

3 £- 8 -Tlf IfS/^n [3. 2. 1 ] * ? * - 3 - 

1 5 2 - 1 5 4°C (E t OH) 
Tmfrffi®. (C 3 oH 31 N 3 0 8 tit) 

C (%) H (%) N (&>) 
64.16 5.56 7.48 
mmm. 64.04 5.44 7.46 
HJS^J 10 4 

3£-8- ( 3 hn^:>^;u) - g - Tlf tf-> ? n [3. 2 
. 1 ] *9 9- 3 -4 to N- (a-J/^ayW^^) 

I^ffb^ : 3 --Fa/<>^^n »j K 

3 /8- 8 -Tif t"i/?o [3. 2. 1 ] * ? * - 3 - 

h 

MAfrtifm (m/z) : (FAB) 4 5 0 (M + + 1 ) 
WftlX^i' (CDC 1 3 , TMSrtaJflR*) 
6:1. 62-2. 1 4 ( 1 4 H, m) , 

2. 5 2 - 2. 6 2 ( 1 H, m) , 

3. 14-3. 22 (2H, m),. 
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3. 6 6 ( 2 H, s ) , 

4. 52-4. 62 (1 H, m), 
4. 84-4. 94 (2 H, m), 
7. 2 0 - 7. 3 4 ( 5 H, m) , 

7. 46 (1H, t, J=7. 9Hz), 

7. 7 0 ( 1 H, d, J= 7. 3 Hz) , 

8. 0 9 ( 1 H, d, J= 7. 9Hz), 
8. 2 6 ( 1 H. s) 

mmm 105 

US* 1 55—1 56 °C (EtOH) 
7C*^flfffi (C 32 H 32 N 2 0 2 tit) 

C (*0 H (%) N (%) 
aiftffi 80.64 6.77 5.88 

mmm so. 66 6.84 5.88 
mmm 1 4 tra»c: ltj^t©h»j 1 0 6 1 0 8 <z><t&® 

mmm 1 0 6 

3 yS- 8 -Tif h"i/^n [3. 2. 1 ] 3 N- 

«f*ffc<fr« : 3 £- 8 -"OS^-Tif t£:y?o [3. 2. 1 ] * 

Sfe.'S 1 9 9 - 2 0 1 °C ( E t 0 H - E t 2 O) 
TtmfrVrm (C 21 H 25 N 2 0 2 C 1 • 0.5 H 2 Otlt) 
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C (») H («) N (%) CI (9(0 
Slfclit 66.05 6.86 7.34 9.28 
mm®. 65.94 7.05 7.32 9.03 

mmm 1 o 7 

3£-8-T1ffcfS/?o [3. 2. 1 ] * ? * - 3 - ^ N- 
(a - is? a-ff-JVOiffr) fj y 
W&it&fa : 3 0- 8 -^<>^>>U- 8 -Tlf t:i/?n [3. 2. 1] 
3-?*- 3 -f/U N- (a-->^n7fM>-/;i/) 

WMftVrm (m/z) : (FAB) 3 1 5 (M + + 1 ) 

mm%&mx*<9 vjv ccdc i . , TMSrtSBiw) 

<5:1. 60-2. 12 (13H, m) , 

2. 52-2. 62 (1 H, m), 

3. 00-3. 20 (2 H, m), 

3. 62-3. 70 (2 H, m), 

4. 50-4. 60 (1 H. m), 
4 . 8 2 - 4. 9 8 ( 2 H, m) , 
7. 16-7. 3 2 (5H, m) 

MMM 1 0 8 

mn<t^m : 1 -iy*j a,- a n- (a-iszw? 

lfc£ 1 4 2-1 44 °C (EtOH-Etj O) 
5c*#*Hft (C 17 H 25 N 2 O2 CI -0.25H 2 OtbT) 
C (*0 H (%) N (%) CI (*>) 
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mmm 62.00 7. so 8.51 10.76 

UgHfi 62.12 7.74 8.49 10.95 

mmm 1 0 9 

3 0- 8 -Tif fcTS/^n [3. 2. 1 ] 3 N- 

sOXhVi)Jl*Jl"<*-Y'mmi&0. 5 0g. 3-ft7x> 
#;t,^yl/7=t KO. 18gCDl, 2-i?^DDi^>^i 0ml 
Ch'JTth* ^Tk^ffc* ^ h'J^AO. 95g £4>S:f oj&II 

77 7 <i - (?DO^U^?OD^V^y-^= 10 0/ 

l) T^lt^cti:i:0, 3/S-8- (3-^-;u) -8-Tif 
t£fy?n [3. 2. 1 ] 3 N-^V^t KiJM 

;W-fO. 5 5g*i/;o :tl^;-;H5mli:iSU 

77^0. 1 4 g^jin^. mm&miETm&htzo n^ntzmw 

/S-8- (3--T-7U) -8-7f t"->?D [3. 2. 1]^^^ 

3 g £«lMiFb i LTff/io 
ill* 1 0 7 - 1 0 9 °C ( E t O H - E t 2 O) 
jtmfttm (C 3 oH 32 N 2 Oe S -0.75H 2 OtbT) 
C (%) H (%) N (%) S (%) 
lit 64.10 6.01 4.98 5.70 

mmm 63.95 5.88 4.92 5.74 
mmm 1 1 0 
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h-JS^JgO. 5 0g, 3-ft7x>*WftF0. 18g 
© 1 , 2-i>^aax^>M 1 Om HZ h UT-tr h + ^TK^ft^ 

D^;^^oD^Wy ?j-)i= 5 o/l) T^-T^Ci: 
lw«k*K 1 - ( 3 -x— ;U) - 4 - If^U S J)\/ N - 

^2 0ml«U 7v;^l 6 5mg^JO^i^E7S* 

0> 1 - (3 -x— AO - 4 -If^U *J)\, N- (a-^nT/^ 
A-O^AO #A/^V-h • 7vAHiM0. 6 1 g £&e£JS«F H t L 

Hkj£ 1 6 2 - 1 6 3 °C (Me OH-CH 3 CN) 

Ttmftffite (C 26 H 32 N 2 O e Silt) 

C (%) H (*>) N (%) S (%) 

SHHt 62.38 6.44 5.60 6.41 

mmffi. 62.00 6.37 5.49 6.42 

mmmi 1 1 

4-fcf^U^A N- (a-i/?o7fM>-;;l/) 7?A^<y- 
h-JM^O. 5 0 g> 7A:75-A0. 1 5g®l, 2-2>?n 
ax.?ymm 10ml h 'JT-fc hlrisikmitfrVm-f- h »J 
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*7A^07h/77-f- (^DD-tW^;-;i/= 5 0/ 
1 ) T^St-SCtCJ: 1 4 - hf^'J V)l N 

cn^^y-^l OmlMU !7v;Ugfc0. 1 7gm> 

t^CtllJ:^ l-7;t/7'J^-4-hXij^ N- (a--> 
^n^^;U^<>^;U) *^<y-h-77AilO. 6 0g£ft§fe 

M& 1 6 6 - 1 6 7°C (CH 3 CN) 
TC^tfffi (C 26 H 32 N 2 0 7 tU) 

C (*>) H (K) N (%) 

Il^f 64.45 6.66 5.78 

SUM 64. 17 6.60 5.75 

nrnmi 1 1 tmmzi^xsiTcommmi 1 2x0=1-1 3*»/io 
Haw 1 1 2 

1 - (2, 3-i?kKa-5-W[b] 7^— J\,**)l) — 

Kttftett: 2, 3 -5>h Kd- 5 -O/ [b] 75>**/<* 
ft F 

IK£ 1 2 1 — 1 23 °C (E tOH-Btj 0) 
7c3t##H6 (C 32 H 34 N 2 0 7 - 0.5 H 2 OtU) 
C C9tf> H (%) N (*>) 
aHil 67.71 6.21 4.94 
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mUkfe 67.56 6.08 4.87 

mmm 1 1 3 

1- (4 - i^J. Y*ri/t ^JllyitJl) - 4 - fc^ »J N- 

Mttltitto : f l/7^;i/7;l/fh K *y >^^;UT-t?^-;u 
Mfi##Hfi (m/ z) : (FAB) 503 (M + + 1 ) 
iS^IX^^ hJl (DMSO-d e , TMSl^gp^) 
5:1. 13 ( 6 H, t ) , 

1 . 4 5 - 1. 6 0 ( 2 H, m) , 

1 . 7 5 - 1. 9 0 ( 2 H, m) , 

2. 10-2. 15 (2H, m), 

2. 6 0 - 2. 7 0 (2H, m) , 

3. 2 9 (2H, s) , 

3. 40-3. 60 (6 H, m), 

4. 50-4. 55 (1 H, m), 

5. 4 5 ( 1 H, s) , 
5. 8 6 (1H, d) , 

7. 2 0 - 7. 3 5 ( 1 4 H, m) . 

8. 2 1 ( 1 H, s) 

mmm 1 1 4 

1- + -4-e^US^l/ N- 

'OXt K'J ;p*;i^<y- hi. 12 gcDT-tr h 3 5 m Id 

i &%.mm 5 m i mu-v 1 fe£fym# sj&^meet 
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- ( 4 )V^y : J)V) - 4 - fc'^'J >J)l N-'OXtKU 
H*#*ff* (m/z) : (FAB) 4 2 9 (M + +1) 

mmm.&m^? vji (dmso- d 6 , tmsi^sc^) 

5:1. 45-2. 0 5 ( 2 H, m) , 

1 . 7 5 - 1 . 9 0 ( 2 H, m) , 

2. 10-2. 25 (2H, m), 

2. 6 0 - 2. 7 5 ( 2 H, m) , 

3. 5 6 (2 H, s ) , 

4. 50-4. 6 0 ( 1 H, m) , 

5. 8 6 (1H, d, J= 8. 0 Hz) , 
7. 2 0 - 7. 2 5 (2H, m) , 

7. 2 5 - 7. 3 5 (8 H, m) , 

7. 5 3 (2 H, d, J= 9. 2 Hz) , 

7. 87 (2H, d, J= 9. 2Hz), 

8. 2 5 ( 1 H, d, J= 8. 0 Hz) , 

9. 9 8 ( 1 H, s ) 

mmm 115 

1 - (4 Jl^y'JJl) - 4 - fcf<U N-'OXt 
KU h 0. 3 0g> i?/f^7;>-MiO..O 6 

gCD 1, 2-^^DDX^>«6m 1 (l^iSTh UT-fe h*-5> 

h u ^ a 0 . 45 g&'j?A-?-z>m?L, ^ux—mm 
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2 0/1) -CtHM-TZZ 1 - (4-^y^7;;^f 

A^r/S^lO -4-h e ^>j^/u N-<>XbK'J^;My-F 
0. 2 7g£|#/c 0 cn^x^;-;i,5mH:|gSU 4 ££J6ffc 

1 - (4 -itjtf-JUY $ j - 4 - b°OJ 
N-^>XhKU*^<y-h ■ 2«l«o. 1 8 g£&£ 

M£ 2 4 2 - 2 4 4 °C (#8?) (EtOH-Etj O) 
7t^##rft (C 28 H 3 7N 3 0 2 C 1 2 • H 2 Ob LT) 
C (96) H (96) N (96) CI (96) 
Sffclfi 63.50 7.17 7.66 12.93 
M%k®. 63.53 7.08 7.60 12.86 

mmmi 1 5 tmrnzLxBtTommmi 1 eoMtt*nfc 0 

HifiMl 16 

1 - S J * ?- frly *? to) - A- f^U 9)1 N- 

2 2 7 - 2 3 0'C (EtOH-Et 2 O) 
TC^flHt (C 28 H 35 N 3 0 2 C 1 2 -1.5 H 2 O t It) 

C (96) H (96) N (96) CI (96) 
SHIt 61.87 7.05 7.73 13.05 
62.17 6.99 7. 67 12.73 

mmmi 1 7 

1 - ( 3 h a^y^jl) - 4 - t^'J 9)U N- (a - 
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:ti:i:0> 1- ( 3 -t * j ^OPti) - 

1 8 8 - 1 9 0 °C (E t OH) 
7t;^t##r1ii (C 24 H 33 N 3 0 2 C 1 2 • 0.5 H 2 0 t LT) 
C (%) H (%) N (%) CI (&0 
lit 60.63 7.21 8.84 14.91 

mmm 60.47 7.33 8.72 14.71 

HJitftll 1 8 

3/8-8- ( 3 ha^>i?;|/) - 8 -TIT tf*>* a [3. 2 
. 1 ] Hr99- 3 ->f;l> N-^>Xh KU;^;i//NV-hO. 5 
6 gcDi^y -;l/^®^2 0 m 1 £5 ? ^;l/ff4T, 7jc*5 

^ETS*t/c 0 »bn/;i^i^ ; - ;|, 2 0 m 1 C^iU 4 
S^tSffc**- 1 m 1 £1«IpU ^H^METS* L 

/8- 8 - (3 -T ^ y - 8 -Tif fi/^n [3. 2. 1] 

3 --f ;U N-OXh V*) Jlt>Jl'<jt- h • 2iM^JM0 

. 3 6 g t Lxmz 0 

2 3 8 - 2 4 0°C (E t OH-H 2 0) 
TtmftVrW (C 28 H 33 N 3 0 2 C 1 2 -0.5 H 2 OtLt) 
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C (90 H (%) N (96) CI (%) 
Sffcffi 64.24 6.55 8.03 13.54 
m%iifc 64. 14 6.64 7.79 13. 15 

mmmi 19 

3/S-8- (8-iho^>^) - 8 -Ttf tfi/?n [3. 2 
. 1 ] 3 --C^ N- (a-i/?D^W>^) 

^V-M. 8 0g^;-*8 0mli:*l?U 7*--yy 

*i§£*ES*U»&ftfcME£T-fe h-h'J;b50ml C^L 
4S^*fk7jc3)|©ftBfxf-;U»«[5m 1 £JD*fco &&&&&&& 

zz tiz£t)famwi3 0- 8 - (3-T$y^<>^;u) -8-T1f 
tf:>?o [3. 2. ID ^"^^—3 — f^P N- (a-^a^f 
**i/$>40 %)W<*-h • 2i&m&l. 7 0 g^ffeifrirl 
Tff/Co C©0. 5 0 g^i^ ; - ^-7t h - h ij ;^bI^ B H B 
"T^d tClcktK 3/8-8- (3 -T S v"<yi>;i/) -8-T1flf 
:>?n [3. 2. 1] *?*-3--OU N- (a-i/^a^^;U 
fjJW</- h • 2&&1M0. 2 6 g bLxn 

m& 1 8 3-1 8 7 °C (E t OH-CH3 CN) 
ftmfrVrW (C 2 eH 3 5N 3 0 2 Cl 2 -0.75H 2 0 1 LT) 
C (K) H (*>) N (90 C 1. (*0 
gffofit 61.72 7.27 8.30 14.01 
H^M 61.60 7.07 8.27 14.04 

mmm 1 2 0 
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g. £t®?77 'J^AO. 8 0 g©T-fr h- h U JlMMfe 1 5mli:| 
jST t e r t - Zf^Jl N- ( 4 - T/a^e / ?j17jl~ jl) -N- 
**f-)l*)W<t- b 0. 8 6 g£Jra*.> ^&-C3 B^^t/co ^ 

1 ) -cn$k-TZ>Z.bi,z&K)> 1- [4 - [N- (tert-7h* 
i/tr)l#— ;U) -N-^f^7;;] 0^71/] - 4 - b'-^-'J 
N-'O^fc KU^tWI^nV- h 0. 8 9 g^ife^iltb 

ZOkcDZx.? J -Jl5m 1 . S®lxf;l/2 0m 1 IC^IU 4 

20/1/0. DtfSSlfcl ^nn^UAKigPU 
m7kmi- h 'J ^ ATR^TSfc^U HtK^^- h >J AT^b/io 
&J££MEETS£U ^&£^*/-;U2 0m lK&jgPL/cli, 
a^ftO'. 2 6g£iHX.. *&&£&£T©*L/co m&Zi")*? 
;l/*7A^ov h^77^ - o n*;t,A/y ^ J -7l/= 2 0/ 

i) «u nzntzmftz*-? j -Ji'-it-fvzrufjix.-T- 
jiT'm&g'Birzz tiz&t), i- [4- (N-y^^r$y)^> 

5 ->a>7iM*mi:Uf#fco 
1Kj& 99-1 0 PC (EtOH-i-Pr 2 O) 
jtmfrVrfe (C30H34N3 O, -0.25H 2 OtLT) 
C (%) H (%) N (%) 
gffcM 63.31 6.11 7.38 
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m&tit 63.21 6. 18 7.39 

mmm i 2 1 

(3R) - 3 -*3f ? 'J i>-Jl N- (a-->^o^f-;UAC>^ 
;tO ho. 3 6 g© 2 >*«i:yf;^n s K 

#u m&&mm-rzzt{zj:t) > (3R) -3 - c cn- (a- 

?'jy-^D;F0. 1 7 g Zm&i&ik £ Lmtzo 

m& 1 1 5 - 1 1 7°c (2 -y^y » 

7C^f##r11[ (C 20 H 29 N 2 0 2 Br • H 2 Ot UT) 

C (96) H (96) N (96) Br (96) 
&Jtttt 56.21 7.31 6.55 18.70 

55.87 7.16 6.48 18.60 

mmm 1 2 2 

-ho. 2 2go^^;-;«i:> l 0 96^*7 9 J*> 

JK£^EET@*U ?#t>tl/c^^>>IJ *W7A?D7 

y^- (^nnt>W^;-VNH 4 OH=20/1/0. 
.1) -CffiffiU i&nfci^ B B H ^7t h - h ij ;^^ffi,fet-S : t 
iz&K>\- (3-7x-;^Dh';i/) - 4 - t'^u N-.'O 

1 1 9-1 20 "C (CH 3 CN) 
TtKkftmt (C 2! H 32 N2 0 2 ttx) 

C (96) H (96) N (96) 
Slfoffi 78.47 7.53 6.54 
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HKIg 78.41 7.51 6.50 

mmm 1 2 3 

1 - ( 3 -i/7J1>i?A,') - 4 - fcWJ >J)l N-OXt K 
'J )l>fj — h 3 . 7 0 gSt>'b 'J JL^Jl/T I y I . 0 5g©h* 

u y y 1 0 0 m 1 mmz^ g&T\ mtikmtrx* 1 . 5 ^mm.x 

tltznm.'£is 7^9 757 4- (?on*7UA/ 

* ?y-jl=9 5/5) •vmm-?6Z£K£l) 1 - (S )l 

*-h3. 8 8 g£J|feT^4>:7 rXtLXntZo COO. 30g 

m l £trax.fc&. ^^EE@*b# t>n/c^^grx^7u-^ 

xf;l/x-f^bS^ H B B t5; <t(CJ: (9 1 - (3 - ^Urti )l'<*: 

h-igHiMO. 2 4 g^&gilt UT?#/c 0 
gj[* 1 4 7 - 1 5 0'C (AcOEt-Et s O) 
7C^*f1fi (C 2 7H 30 N 3 0 2 SCI -0.75H 2 Otlt) 

C (*0 H (90 N (90 Br (%) C 1 (%) 
liffi 63.64 6.23 8.25 6.29 6.96 
HiHfi 63.86 6.14 8.20 6.37 7.01 

nmm 1 2 4 

1- ( 3 -f-tii )lKy~j)i) - 4-t*^iJ>?;u N- 

^yX\L K'J ;U#7l/^V- b 2. 8 0 gCDT-tr h > 3 0m 1 
a*<t* s f-JV0 . 3 8ml^JSjn^5. 5^KSSfEL/c 0 ^IK^ttEE 
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A3, o o g&mz.tzmmuizT— mmwLtz 0 mm&m&mm'& 

^y-VNH 4 OH= 10 0/10/1) t:ttl!l!l/;^ 
n/:l^^?oDt>^A^bS^ B B t§: tCJ:*) 1 - (3-T 

$ 9 Jj*<z/*j jiy - 4 -tr^u N-^>XbK'j;w^<> 

-h-MMSO. 2 7 g**ft»ftfcUfffc. 
Rfe£ 1 6 5 - 1 7 0 °C (CHC 1 3 ) 
5c*#0rH (C29H34N4 0 4 <fc LT) 

C (JXO H (96) N (96) 
liffi 69.30 6.82 11.15 

mmm 69.00 6.83 11.17 
mmm 125 

h 0. 8 0 3 g$^^oD^>2 Om 1 (l2g«?U 
8 0% m- ? aoig£S§$? 0 . 5 1 5 g £JDjU 1ST 1 5 B 

f £tt*U »tt*«EE»lif-r*;ittz«l:*K 1 K- 3 - 

+ ??y>^;u N- (a-^^n^o^^^v^yu) f7JW<t- 
h 0. 10 8 g tT#/ce 
ff*##Mit[ (m/z) : (FAB) 3 4 5 (M + + 1 ) 
SttH**^^^ (CDC 1 8 ', TMSF*3gP^) 
5:1. 00-2. 2 0 ( 1 4 H, m) , 
3. 20-3. 80 (6 H, m), 
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4. 10-4. 40 ( 1 H, m) , 

4. 8 0-5. 10 ( 1 H, m) , 

5. 49, 5. 85 (1 H, brsx2) 
7. 2 0 - 7. 5 0 ( 5 H, m) 

mmm 1 2 6 

l-(3, 4--?-ho'<>^) - 4- ^'JiJ;l/ N-^> 

xt K»;;i/;*7;U'<y- hi. 71 g£x^y-;u 1 5m 1 &z>v * 

J-h \ 5mloiMICl&i?U *;i^&T*fif# 
^i^MOitfco #£ftfc^£a^y-;i,2 0mli:g 

iu t^^o. si 5g^-trax.^^ ^m^mzm^vrnti 
tznm&is v * ? six ? t» ? h 7 4 - (?dd*w^ 
_;u= 2 0/1^1 0/1) ttlfiu T-tr h-hu^--ry 
t/o/nV -A'TSfls-rsc ttcj;(9> l- (3, 4-^T*y<> 

^bma-o. 5 yyo/NV-^fo^o. s o g &mn&mte t l 

M& 1 2 8 - 1 3 0°C (CH 3 CN-i-PrOH) 
TvmfrVrW (C 28 H 32 N4 0 6 - 0.5 Ca H, O-0.5H 2 Ot 
1>T) 

C (%) H (%) N (*0 
a^Uft 63.31 6.66 10.01 
ggftfi 63.56 6.55 9.82 
S?S##r1i& (m/z) : (FAB) 4 3 1 (M + + 1 ) 



1 2 0 



WO 95/06635 



PCT/JP94/01436 





1 2 1 



WO 95/06635 



PCT/JP94/01436 



0 




N' 
I 

H 



O 



\ 

N — R 4 

J 





— R 4 




77 




C 0 OH 

1 

C OOH 


78 




C O O H 
1 

C OOH 


79 


Xik c , H( 


C 0 0 H 

1 

C 0 OH 


OA 




O T_T 1 

2 H C 1 


81 




0,5 C00H 

/ 






H00C X 


82 







1 2 2 



WO 95/06635 



PCT/JP94/01436 




H H 



mmm 


— R 4 
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1 

5. 0 

a « ii3.6 

ffimfk-bJlv-X 2 8. 4 

s^ii7jcy>rg? i. 5 

Xf7'J>|7^i")A 1. 5 



^mm<t^l 5g, 5^ h-X 3 4 0.8 gfcJ:tf$i£ H E |-tr;u 

e s hffi&m^^XB&Ltzo f^il.&KgitfeR'Wge 4 . 5 g&J; 
Ltz 0 U&Fn&Um 7 . 5mm©Bfr£ffl^TfTitU -till 



5 0 m g CD^J 3 0 0 0 /c 0 

*&mt&® 5. o 

*L «S 9 5.2 

3- 4 0.8 

t?-^troy K>K 2 5 7.5 

Xt^T'J >^v?-**>t7A l. 5 

tKo + i/^n^Mf^t;l/D-^ 2 3 

2 9 10 

t^'Jxf 3-;U 6 0 0 0 0. 4 

zj&itrzy i. i 

i?%m?Ji>? o. 7 



&¥&W<t&® 1 5 g> h-X 2 8 5. 6 g&^tfti-VX* 
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dUK>22. 5g**127. 5 gKSIIU bfc„ 

g&SKXxT 'J >87^i/^A4. 5g£tF0X-> DCII^ft 
TzS^L/Co ^n a D^-iSS7. 5mm©B«=*fliV^TfTttU —& 
til 5 0mg <b*m 3 0 0 0 &£f#/c 0 

?!i:t KD + ->^n^Mf;Hr;lD-X2 9 1 0 2. 3 g> 
#'Jxf U>/»J 3-*6 0 0 0 0. 4 g, Ziftf^y-l. 1 
g&cktffitS*^? 0. 7g^7K24. 2 gi:SIU = - 
miSt/co ^-Y =J-*-£ffll>T8£#J3 0 0 0^i:n- h$£=i- 
NU - till 5 4. 5mgO7^bA3-hi$#fc 0 

4&2r« 3 

*m*n<t&® i o m g *^a<tffi« 9 0 m 1 iz&m u <* *> cna 

$£tJD;tT£fi£ lOOmlt L*r&. 1 m 1 >^JHZ 1 m 1 
fo^ftU 1 1 5 o C-3 0^TOI«ilU i&A&Sflt U/c 0 

*&*JUt£® 5 0 /£ g 

_JfL 1 4 5 0ii/g 

If" 5 0 0 pl g 

*H0JHfc-£$J 5 g. ¥Ltl4 5 g£%— fc«£U l^^^i 2 0 0 
mg**ffl©»^©A«(:*«U»*«RA«*i| OKA 5 0 0 # g) 
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i f o IS I 



R 1 : ^^'n7;l/+;HX{iH$nTi>T^ J:i>7 'J • 
Al : TE-lt« (la) , (lb) XI* (Ic) 





(CH 2 ) m 



\ 
/ 



(CH 2 )„ 

(CH 2 ),-^Z' 
(CH 2 ) n / 



(CH 2 )» 




(la) 



(lb) 
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(0) q + R s 

Z >N-R 4 Xtiat >N< • Q- -e^^ti^S 

R 8 

Z' : 5t -^N (O), Xlii£ -^N-R 6 • Q" Tr^F £ tl & 2£ 
Q" : 

XliSt-B-R 7 
R 5 :ffi&y;u*A^ <l^r;i/>y-;i/S, tt7;^-;i/S, 
XliiC-B-R 7 -e^£ft&s 

7!jM4 4@cdt;U*u>& 

m, n : 1^— XteHttoT 1 4 ©SS» (ffiU m + nli37i 
£ : 1 7bm 3 CDS3» ((lb. m + £ it 3 ftM 5 
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P : OXIi 1 
q : OXIi 1 

r, s, t : m— Xltmte^T 0 7b^3(Dmm. (tlU r + s + 
X{i^©£ 0 

jimxit ? x^;H"c$> ?k p ^ o -e& &m$t<Dmm 2 ie^© # ;u 

hSMMfrXti -€■©£<, 

4. Am&— (lb) Xli (Ic) T^<*n<5ST&£if# 
©f&ffl 1 XI* 2 Eft©* ;l"<y - hBM*f*Xtt<e©tfto 

5. ASIW— jR5£ (la) Xli (Ic.) t'^^n^it^^ R 4 
XliR 5 #5£-B-R 7 T^^n^STfe^ R 7 #g&£ftTl^ 

6. ASW— )tt5£ (la) *C^$n-5l6*«5»^©ieiB5E«6 

hSNH*xti-e©£ 0 

7. Am&— (Ic) T^£ft3gT££fjf3<©g5ffl 5fiE*5c 
©#;U;<y- h^#f£Xli-£©iM 0 

8. Am&— SSifc (lb) T'^^nSSt'*,^ R 1 fri/?ar 
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9. m-&®$m 1 aa*©*^<y- hmm^xit^om^m^ 

10. ax#'j>m 3 ss«*<Bg^-rsaa[tti&s«», nt^n 

xti&$sMT&£it3<<D$gffl i ostcAx* u >m 3 ^^fgfit 

^&©^|£Xtite£S#JT&£f£#cD$Eg8 l OISDccdax* 'J >M 3 

13. a^— ^ cia) T*7F$nzm-e&zm>$i<bmm9Xi* 

14. Amfr— JftS; (la) T^£ft£&T£>^K R 4 X(iR 6 *< 
St-B-R 7 •CfSnSl-e*^ R 7 ^II$ntl^feJ:^7 

ff#0&gll 3§affc<DA;*;*7 >J >M 3 ggfrmijiMo 

15. Am&— J&xt (lb) Xli (Ic) T*^$nSlT*S^ 
CDlSffl 9 Xte 1 0 laiScOAX* 'J >M 3 g&tttefitaio 
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